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WHAT IS CLAIMED IS: 



i. 



A method for inhibiting P-amyloid peptide release and/or its 



10 



15 



20 



25 



30 



synthesis in a cell which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release and/or synthesis of p-amyloid peptide wherein said compounds 
are represented by formula I: 



wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) P C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring . 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
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alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R\ -S(0)R 4 , -S(0) 2 R\ -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo ( = S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R l to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1 ; 
n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C( = X)- is unsaturated at the carbon atom of ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the -following provisos: 

A. when R l is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
5 is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 

(S)-indanol group; 

B. when R l is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

10 C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 

together with >CH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 

together with >CH and >C=X, does not form a e-caprolactam group; 
15 E. when R l is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 

and p is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group; 

F. when R l is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 

20 form an 2,3-dihydro-l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b ,d] azepin-6-one ; 

H. when R l is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0>, m is 1, n 
25 is 1, and p is 1, then W, together with >CH and >C=X, does not form an 

2 , 3-dihy dro- 1 -(Mnity lC(0)CH 2 -)-5-(2-pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one ; 

I. when R l is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0>, m is 1, n is 1, and p is 1, 

30 then W, together with >CH and >C=X, does not form a 2, 3-dihy dro- l-(iV, 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 
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J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and /? is 1, then W, together with >CH and >C=X, does not 
form a 23-dffiydro-l-(jV,j^^ 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, then 

) 




15 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

2. A method for preventing the onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutically inert carrier and an 
25 effective amount of a compound or a mixture of compounds of formula I: 
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wherein R l is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

5 W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 

heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 

10 structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxy 1, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 

15 alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 

alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R\ -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 

20 substituted alkyl, or aryl; 

X is selected from the group consisting of oxo ( = 0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 

25 

R 2 



30 




35 



-- 746 - 



wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
5 the group consisting of a bond covalently linking R l to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

10 m is an integer equal to 0 or 1; 

n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
15 to Y, 

with the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

20 B. when R 1 is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 

1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactqne group 

25 or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R l is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 

30 methylcaprolactam group; 
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F. when R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and pis 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R l is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methy 1-5 , 7-dihydro-6H-dibenz[b ,d] azepin-6-one ; 

H. when R l is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 

2 , 3-dihydro- 1 -^buty lC(0)CH r ^^ 

I. when R 1 is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH r phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, andT? is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(M^V- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C = X, does not 
form a 2,3-dihydro-HiV,#-die^ 
benzodiazepin-2-one , 

K. when m is 1 and n is 1 , then 




X 



35 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 
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3. A method for treating a human patient with AD in order to inhibit 
further deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutical^ inert carrier and an effective amount of a compound or a 
mixture of compounds of formula I: 



wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxy I, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
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alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
5 substituted alkyl, or aryl; 

X is selected from the group consisting of oxo ( = 0), thiooxo (=S), 
hydroxyl (-H, .OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 



15 




II 

o 

20 

wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
25 the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

30 m is an integer equal to 0 or 1 ; 

. n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C( = X)- is unsaturated at the carbon atom of ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R 1 is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C = X, does not form a 2- 
(S)-indanol group; 

B. when R l is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R l is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and pis I, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

F. when R 1 is 4-chlorobenzoyl-CH r> R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyHH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R l is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0) T , m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-H^butylC(0)CH 2 ^ 

I. when R l is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, andp is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(MiV- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 
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J. when R l is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form a 2,3-dihydro-HWW-die^ 
benzodiazepin-2-one, 
5 K. when m is 1 and n is 1, then 



10 



35 
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does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
20 with 1 to 3 alkyl groups. 

4. A method according to any of Claims 1, 2 or 3 where, in formula I, 
m is zero. 

25 5. A method according to Claim 4 wherein R 1 is aryl or heteroaryl. 

6. A method according to Claim 5 wherein R 1 is selected from the 
group consisting of 
(a) phenyl, 

30 (b) a substituted phenyl group of the formula: 
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wherein R c is selected from the group consisting of acyl, alky I, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
5 atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R b and R b ' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogen, then R b and R b ' are either both hydrogen or 
10 both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

15 (e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

20 

7. The method according to Claim 5 wherein R 1 is selected from the 
group consisting of mono-, di- and tri-substituted phenyl groups. 

8. The method according to Claim 7 wherein R 1 is a disubstituted 
25 phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

30 9. The method according to Claim 7 wherein R 1 is a monosubstituted 

phenyl selected from the group consisting of 4-azidophenyl, 4-bromophenyl, 4- 
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chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phenylcarbonyl)-phenyl, and 4-(l-ethoxy)ethylphenyl. 

10. The method according to Claim 7 wherein R l is a trisubstituted 

5 phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

1 1 . The method according to Claim 5 wherein R 1 is selected from 2- 
naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, and 

10 phenyl. 

12. A method according to any of Claims 1, 2 or 3 wherein m is one. 

13. A method according to Claim 12 wherein R 1 is selected from the 
15 group consisting of phenyl, 1-naphthyl, 2-naphthyl, 2-chlorophenyi, 2- 

fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 2-nitrophenyl, 2-methylphenyl, 
2-methoxyphenyl, 2-phenoxyphenyl, 2-trifluoromethylphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxyphenyl, 4-ethoxyphenyl, 4-butoxyphenyl, 4-/50-propylphenyl, 4- 

20 phenoxyphenyl, 4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3- 
methoxyphenyl, 3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3 -phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-, 

25 difluorophenyl, 3,4-methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 

2.4.6- trifluorophenyl, 2,4,6-trimethyiphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
30 2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 

trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 



- 754 - 



trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 4- 
phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylethyl, 3-phenyl-n-propyl, 4-phenyl-*-butyl, methyl, ethyl, ^-propyl, 
5 wo-propyl, wo-butyl, sec-butyl, terr-butyl, n-pentyl, fro-valeryl, n-hexyl, 

cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
~-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
10 fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 

chloropyrid-3-yl), thien-2-yi, thien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxazol- 
5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
15 thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )-, <£C(0)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-*-propyl, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyi)methyl, 
20 (4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, (l-(p- 
chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-/z-pentyl, 3- 
25 (methoxycarbonyl)-n-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 

methoxymethyl, CH 3 CH = CH-, CH 3 CH 2 CH=CH-, (4-cMorophenyl)C(0)CH r , 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, 1-phenyl-n-butyl, (<£) 2 CHNHC(0)CH 2 CH 2 -, (CH 3 ) 2 NC(0)CH r , 
(<£) 2 CHNHC(0)CH 2 CH r , methylcarbonylmethyl, (2,4- 
30 dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH r , phenyl-C(0)CH r , 
CH 3 C(0)N(4>)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(Q)CH 2 -, 
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4-fluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxy methyl, 3,4- 
methylenedioxyphenyl-CH r , benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 -, 
rraw-styryl, H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
<£C(O)NHCH(0)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -<*>- 
5 NHC(0)CH 2 CH 2 -, 0C(O)CH(0)CH 2 -, (CH 3 ) 2 CHC(O)NHCH(0K 
CH 3 CH 2 OCH 2 -, CH 3 OC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
<£S0 2 CH 2 -, 3-cyclohexyl-n-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

10 .14. A method according to any of Claims 1, 2 or 3 where n is one or 

two, and each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The method according to Claim 14 wherein R 2 is selected from the 

15 group consisting of methyl, ethyl, n-propyl, fro-propyl, n-butyl, bo-butyl, 

sec-butyl, te/t-butyl, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-rc-butyl, 6-fluoro-n-hexyl, 
phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, ij0-but-2-enyI, 
3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopropyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, /?-(phenyl)phenyl, ofluorophenyi, 

20 m-fluorophenyl, /7-fluorophenyl, m-methoxyphenyl, p-methoxyphenyl, 
phenethyl, benzyl, m-hydroxybenzyl, p-hydroxy benzyl, p-nitrobenzyl, 
m-trifluoromethylphenyl, p-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyI, 
/7-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 
p-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 

25 -CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yl, -CH 2 (l-methyl)cyclopropyi, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )JCOOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 ) = CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-r-butyl)CH 3> 

30 -CH 2 OCH 3 , -(CH^^-Boc, -(CH^NHj, -CH 2 -pyridyl, pyridyl, 
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-CH 2 -naphthyl, -CH 2 -(N-morpholino), p-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yl, and the like. 

16. A method according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined by W and -C(H) p C(=X)- is selected from the group consisting 
of lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 

17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H) p C(=X)-, forms a lactam or thiolactam ring of the formula: 



or 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 

.5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

10 an integer of from 1 to 3. 

18. The method according to Claim 17 wherein the lactam ring is 
selected from the group consisting of 

15 



20 



25 




30 
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30 
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10 



15 



20 



25 



wherein A-B is selected from the group consisting of alkylene, aikenylene, 
substituted alkylene, substituted aikenylene and -N = CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. . 

19. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)- is a ring of the formula: 




OH 
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or 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2l Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>'NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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20. The method according to Claim 19 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 

(V)t * 



5 



10 



15 




wherein each V is independently selected from the group consisting of hydroxy, 
20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, .substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; f is an integer from 
0 to 4; and w is an integer from 0 to 3. 

21. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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5 




10 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
15 substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
20 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25 22. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



30 



35 




40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

23. The method according to Claim 22 wherein the compound of 
formula I is selected from the group consisting of 

15 



20 




O 



25 

wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
30 aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 

thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 

5 24. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




O 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

25 where Z is a substituent selected from the group consisting of -O, -S- and 

>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25. The method according to Claim 16 wherein the cyclic group defined 
35 by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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5 




II 

s 

15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 

20 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

25 an integer of from 1 to 3. 

26. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 

30 



35 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 



27. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



15 



20 



25 



— C(HV 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 r~ and -ZR 21 - 

30 where Z is a substituent selected from the group consisting of -O-, -S- and . 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

35 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

28. The method according to Claim 27 wherein the compound of 
5 formula I is selected from the group consisting of: 



15 




20 



25 29. The method according to Claim 16 wherein the cyclic group defined 

by W, together with -C(H) p C( = X)-, forms a ring of the formula: 
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5 



10 




15 wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25 

30. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 

30 



35 




40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is - a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

31. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




NR20R20 



wherein p is zero or one, T is selected from the group consisting of alkylene,- 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
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10 



15 



20 



proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

32. A pharmaceutical composition comprising a pharmaceutical^ inert 
carrier and a pharmaceutical^ effective amount of a compound of formula I: 



W 



Ri-f" Z i^ NH Y "Sc(H), 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
25 cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

30 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

35 structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxy 1, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkyiamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
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alkylamino, N,N-disubstituted alkylamino, -NHC(0)R 4 , -NHS0 2 R 4 , -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R\ -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 
5 X is selected from the group consisting of oxo ( = 0), thiooxo ( = S), 

hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 




20 wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R l to -CX'X"-, oxygen, 
25 sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 
X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
30 n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

35 with the following provisos: 
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A. when R l is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R l is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
5 1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 

cyclohex-l-yl group; 

C. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

10 D. when R l is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 

together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

15 F. when R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 

is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R 1 is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 

20 methy 1-5 , 7 -dihy dro-6H-dibenz [b , d] azepin-6-one ; 

H. when R l is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-l-(^utylC(O)CH 2 0-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one^ 

I. when R l is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
25 CH 3 OC(0)CH r , 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluQromethyH- 

fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and/? is 1, 
then W, together with >CH and >C = X, does not form a 2,3-dihydro-l-(MiV- 
diethylamino-CH 2 CH 2 0-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-ohe; 

J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
30 is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
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form a 2,3-dihydro-l-(M#-diethylam^ 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, then 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. 

34. The pharmaceutical composition according to Claim 33 wherein R l 
is aryl or heteroaryl. 

35. The pharmaceutical composition according to Claim 34 wherein R 1 
is selected from the group consisting of 

(a) phenyl, 




X 
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(b) a substituted phenyl group of the formula: 



5 



10 




wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
15 alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 

and wherein R*> and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 
20 R b and R b ' are independently selected from the group consisting of 

hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogen, then R b and R b ' are either both hydrogen or 
both substituents other than hydrogen, 
(c) 2-naphthyl, 

25 (d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 

substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
30 group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro,* heteroaryl, 

thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 
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36. The pharmaceutical composition according to Claim 32 wherein R l 
is selected from the group consisting of mono-, di- and tri-substituted phenyl 
groups. 

5 37. The pharmaceutical composition according to Claim 36 wherein R 1 

is a disubstituted phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,5-difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4- 
dichlorophenyl, 3,4-difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3- 
chloro-4-cyanophenyl, 3-chloro-4-iodophenyl, and 3, 4-methylenedioxy phenyl. 

10 

38. The pharmaceutical composition according to Claim 36 wherein R l 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyl, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 

15 ethoxy)ethylphenyl. 

39. The pharmaceutical composition according to Claim 36 wherein R l 
is a trisubstituted phenyl selected from the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-trichlorophenyl. 

20 

40. The pharmaceutical composition according to Claim 32 wherein R l 
is selected from 2-naphthyl, quinolin-3-yl, 2-methyIquinolin-6-yl, benzothiazol- 
6-yl, 5-indolyl, and phenyl. 

25 41. The pharmaceutical composition according to any of Claim 32 

wherein m is one. 

42. The pharmaceutical composition according to Claim 41 wherein R 1 
is selected from the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
30 2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 
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2- trifluoromethyiphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nitrophenyl, 4-methy lpheny 1, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxy phenyl, 4-butoxyphenyl, 4-/j0-propylphenyl, 4-phenoxyphenyl, 
4-txifluoromethy lpheny 1, 4-hydroxymethylphenyl, 3 -methoxy phenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methy lpheny 1, 

3- txifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 
2,4, 6-trifluoropheny 1 ,2,4, 6-trimethy lpheny 1 , 2,4, 6-tri-(trifluoromethy l)pheny 1 , 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethy lpheny 1, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
trifluoromethy lpheny 1, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 

4- pheny lpheny 1, 2-fluoro-3 -trifluoromethy lpheny 1, adamantyl, benzyl, 
2-phenylethyl, 3-phenyl-n-propyl, 4-phenyl-/i-butyl, methyl, ethyl, n-propyl, 
wo-propyl, wo-butyl, sec-butyl, terr-butyl, n-pentyl, wo-valeryl, rt-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 
-CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl„pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yi, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH<CH 3 )-, </>C(0)CH r , thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-/z-propyl, 2-(4-nitrophenyl)ethyl, 
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2- (4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluoropheny l)methy 1 , (4-fluorophenoxy )methy 1 , (2 ,4-dichlorophenoxy )ethy 1 , 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH 3 OC(0)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-/7-pentyl, 

3- (methoxycarbonyl)-rt-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH 3 GH = CH-, CH 3 CH 2 CH=CH-, (4-chlorophenyl)C(0)CH 2 -, 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH 2 -, l-phenyl-*-butyl, (<£) 2 CHNHC(0)CH 2 CH r , (CH 3 ) 2 NC(0)CH r , 
(0) 2 CHNHC(O)GH 2 CH 2 -, methylcarbonylmethyl, 

(2,4-dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(<£)-, ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH 2 -, 

4- fluorophenyl-C(0)CH 2 -, diphenylmethyl, phenoxymethyl, 

3 ,4-methylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
, rrara-styryl, H 2 NC(0)CH 2 CH r , 2-trifluoromethylphenyl-C(0)CH 2 , . 
0C(O)NHCH(<*>)CH 2 -, mesityl, CH 3 CH(=NHOH)CH 2 -, 4-CH 3 -</>- 
NHC(0)CH 2 CH 2 -, 0C(O)CH(0)CH 2 -, (CH 3 ) 2 CHC(0)NHCH(<^>)-, 
CH 3 CH 2 OCH r , CH 3 OC(0)CH(CH 3 )(CH 2 ) 3 -, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
0SO 2 CH r , 3-cyclohexyl-n-propyl, CF 3 CH 2 CH 2 CH r and N-pyrrolidinyl. 

43. The pharmaceutical composition according to Claim 32 where n is 
one or two, and each R 2 is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

44. The pharmaceutical composition according to Claim 43 wherein R 2 
is selected from the group consisting of methyl, ethyl, n-propyl, wo-propyl, 
Az-butyl, wo-butyl, sec-butyl, fm-butyt, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-/z-butyl, 
6-fluoro-rt-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, 



~ 779 - 



^<9-but-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, p-(phenyl)phenyl, 
o-fluorophenyl, m-fluorophenyl, p-fluorophenyl, m-methoxy phenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxybenzyl, p-hydroxybenzyl, p- 
5 nitrobenzyl, m-trifluoromethylphenyl, /?-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 

p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 
/KN-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yl, -CH 2 (l-methyl)cyclopropyl, 
-CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 

10 -CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH 3 )JCOOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 ) = CH 2 , 
-CH 2 CH=CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(Or-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH^NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH 2 -naphthyl, -CH 2 -(N-morpholino), p-(N-morpholino-CH 2 CH 2 0)-benzyl, 

15 benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yI, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yl, and the like. 

20 45 . The pharmaceutical composition according to Claim 32 wherein the 

cyclic groups defined by W and -C(H) p C(=X)- is selected from the group 
consisting of lactones, lactams, thiolactones, thiolactams, heterocyclic and 
cycloalkyl groups. 

25 46. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W and -C(H) P C(=X)-, forms a lactam or thiolactam 
ring of the formula: 
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or 




II 

s 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycioalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



782 -- 



10 



15 



20 



25 




30 
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10 




wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N = CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 

20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 

25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 

30 cycloalkyl; t is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 
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48. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)- is a ring of the 
formula: 

5 



10 



15 

or 

20 



25 




30 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2l Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
35 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

49. The pharmaceutical composition according to Claim 48 wherein the 
5 alcohol or thiol substituted groups is selected from the group consisting of 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
25 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like;- R a is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 
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50. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 

5 



10 




15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
20 substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2 r and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
> NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
25 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

30 51. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 
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10 




15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 

20 >NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

25 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

52. The pharmaceutical composition according to Claim 51 wherein the 
compound of formula I is selected from the group consisting of 



30 
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5 




10 

wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
15 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 

20 53. The pharmaceutical composition according to Claim 45 wherein the 

cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 




ii 

o 



35 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

54. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 

15 



20 C(H) p 




25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2l Z) q R 2 r and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and - 
30 >NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

55. The pharmaceutical composition according to Claim 45 wherein the 
5 cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



10 



15 




20 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 

25 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

30 an integer of from 1 to 3. 

56. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



35 
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5 




II 

o 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
15 substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
20 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25 57. The pharmaceutical composition according to Claim 56 wherein the 

compound of formula I is selected from the group consisting of: 



30 
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58. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C( = X)-, forms a ring of the 
formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^Z)^- and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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59. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C( = X)-, forms a ring of the 
formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2r and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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60. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H) p C(=X)-, forms a ring of the 
formula: 



10 



15 




20 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

25 where Z is a substituent selected from the group consisting of -O-, -S- and 

>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
. alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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61. A compound of formula I: 



10 



15 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, alkynyl, 
20 cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H) p C(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

25 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

30 structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 

35 alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS0 2 R\ -C(0)NH 2 , 
-C(0)NHR 4 , -C(0)NR 4 R 4 , -S(0)R 4 , -S(0) 2 R 4 , -S(0) 2 NHR 4 and -S(0) 2 NR 4 R 4 
. where each R 4 is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 
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X is selected from the group consisting of oxo (=0), thiooxo ( = S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 

5 

R 2 



10 




15 

wherein each R 2 is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
20 the group consisting of a bond covalently linking R 1 to -CX'X"-, oxygen, 
sulfur, -NR 5 where R 5 is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

25 m is an integer equal to 0 or 1 ; 

n is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H) p C(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
30 to Y, 

with the following provisos: 

A. when R l is 3,5-difluorophenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
. is 1, and p is 1, then W, together with >CH and >C = X, does not form a 2- 
(S)-indanol group; 
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B. when R l is phenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R l is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R 1 is phenyl, Z is -CH 2 C(0)-, m is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R 1 is cyclopropyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, 
and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

F. when R 1 is 4-chlorobenzoyl-CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R l is 2-phenylphenyl, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C = X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R 1 is CH 3 OC(0)CH 2 -, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, ft 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 

2 , 3 -dihydro- 1 -(r-buty 1C (0)CH 2 -)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one ; 

I. when R l is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH 3 OC(0)CH 2 -, 4-HOCH 2 -phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH 3 S-, R 2 is -CH 3 , Z is -CH 2 C(0)-, m is 1, n is 1, and p is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(MA^- 
diethylamino-CH 2 CH 2 -)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one; 

J. when R 1 is 2,6-difluorophenyl, R 2 is -CH 3 , Z is -CH(OH)C(0)-, m 
is 1, ft is 1, and /? is 1, then W, together with >CH and >C=X, does not 
form a 2,3-dihydro-l-(W,AT-diethy^ 
benzodiazepin-2-one , 

K. when m is 1 and ft is 1 , then 
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5 



10 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
15 with 1 to 3 alkyl groups. 

62. The compound according to Claim 61 where, in formula I, m is 
zero. 

20 63. The compound according to Claim 62 wherein R 1 is aryl or 

heteroaryl. 

64. The compound according to Claim 63 wherein R l is selected from 
the group consisting of 
25 (a) phenyl, 

(b) a substituted phenyl group of the formula: 

30 

R b< 



35 




R b 

40 
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wherein R c is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R b and R c are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
5 atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R b and R b ' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R c is hydrogen, then R b and R b ' are either both hydrogen or 
10 both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

15 (e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

20 

65. The compound according to Claim 61 wherein R 1 is selected from 
the group consisting of mono-, di- and tri- substituted phenyl groups. 

66. The compound according to Claim 65 wherein R 1 is a clisubstituted 
25 phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 

difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyI)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

30 67. The compound according to Claim 65 wherein R 1 is a 

monosubstituted phenyl selected from the group consisting of 
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4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethy lpheny 1, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 
ethoxy)ethy lpheny 1 . 

5 68. The compound according to Claim 65 wherein R l is a trisubstituted 

phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

69. The compound according to Claim 61 wherein R 1 is selected from 
10 2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 

and phenyl. 

70. The compound according to any of Claim 61 wherein m is one. 

15 71. The compound according to Claim 70 wherein R 1 is selected from 

the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 

2- trifluoromethy lpheny 1, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
20 4-nitrophenyl, 4-methy lpheny 1, 4-hydroxyphenyl, 4-methoxyphenyl, 

4-ethoxyphenyl, 4-butoxyphenyl, 4- wo-propy lpheny 1, 4-phenoxyphenyl, 
4-trifluoromethy lpheny 1 , . 4-hy droxy methy lpheny 1 , 3-methoxypheny 1 , 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methy lpheny 1, 

25 3-trifluoromethy lpheny 1, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 

dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3.4- methylenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 

30 trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, - 
2,4, 6-trifluoropheny 1,2,4, 6-trimethy lpheny 1 , 2,4, 6-tri-(trifluoromethy l)pheny 1 , 
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2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4 : fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 
5 4-phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 

2-phenylethyl, 3-phenyl-rt-propyl, 4-phenyl-/i-butyl, methyl, ethyl, n-propyl, 
wo-propyl, wo-butyl, sec-butyl, ferr-butyl, >z-pentyl, wovaleryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 -cyclohexyl, 

10 -CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 

-CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxaz6l-5- 

15 yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl- 1,2,4- 

thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH 3 ) 2 CH=CHCH 2 CH 2 CH(CH 3 )-, 0C(O)CH 2 -, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-n-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, 

20 (2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hy droxypheny l)methy 1 , (4-methoxypheny l)methy 1 , (4-methy Ipheny l)methy 1 , 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 

25 CH 3 0C(O)CH 2 -, benzylthiomethyl, 5-(methoxycarbonyl)-n-pentyl, 

3- (methoxycarbonyl)-rt-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxy methyl, CH 3 CH = CH-, CH 3 CH 2 CH=CH-, (4-cMorophenyl)C(0)CH r , 
(4-fluorophenyl)C(0)CH 2 -, (4-methoxyphenyl)C(0)CH 2 -, 4-(fluorophenyl)- 
NHC(0)CH r , l-phenyl-/z-butyl, (<£) 2 CHNHC(0)CH 2 CH r , (CH 3 ) 2 NC(0)CH r , 

30 (<£) 2 CHNHC(0)CH 2 CH 2 -, methylcarbonylmethyl, 
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(2,4-dimethylphenyl)C(0)CH 2 -, 4-methoxyphenyl-C(0)CH 2 -, phenyl-C(0)CH 2 -, 
CH 3 C(0)N(«)- f ethenyl, methylthiomethyl, (CH 3 ) 3 CNHC(0)CH r , 
4-fluorophenyl-C(0)CH 2 -, diphenylmethyl, phehoxymethyl, 
3 ,4-methylenedioxyphenyl-CH 2 -, benzo[b]thiophen-3-yl, (CH 3 ) 3 COC(0)NHCH 2 - 
5 , trans-styvyl H 2 NC(0)CH 2 CH 2 -, 2-trifluoromethylphenyl-C(0)CH 2 , 
$C(0)NHCH(«)CH 2 -, mesityl, CH 3 CH( = NHOH)CH 2 -, 4-CH r 0- 
NHC(0)CH 2 CH 2 -, 0C(O)CH(<£)CH 2 -, (CH 3 ) 2 CHC(0)NHCH(tf>)-, 
CH 3 CH 2 OCH 2 -, CH^C^CHCCH^CH^-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH 3 -benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
10 4>S0 2 CH r , 3-cyclohexyl-n-propyl, CF 3 CH 2 CH 2 CH 2 - and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each R 2 is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15 

73. The compound according to Claim 61 wherein R 2 is selected from 
the group consisting of methyl, ethyl, /z-propyl, wo-propyl, 

n-butyl, /so-butyl, jec-butyl, rerr-butyi, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-/z-butyl, 
6-fluoro-n-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, 

20 wo-but-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 - 
cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3-yl, p-(phenyl)phenyl, 
0-fluorophenyl, /n-fluorophenyl, /7-fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxy benzyl, p-hydroxy benzyl, p- 
nitrobenzyl, m-trifluoromethylphenyl, /?-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 

25 p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, /?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, , 
/?-(N-morpholino-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, 
-CH 2 -(3-tetrahydrofurany 1) , -CH 2 -thiophen-2-y 1 , -CH 2 ( 1 -methy l)cy clopropy 1 , 
-CH 2 -thiophen-3-yl, thiophen-3-yi, thiophen-2-yl, -CH 2 -C(0)0-r-butyl, 
-CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, cyclohex-2-enyl, 

30 "■ -CH[CH(CH 3 )JCOOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2> 
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-CH 2 CH = CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , -CH(0-f-butyl)CH 3 , 
-CH 2 OCH 3 , -(CH 2 ) 4 NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, 
-CH 2 -naphthyl, -CH 2 -(N-morpholino), j p-(N-morpholino-CH 2 CH 2 0)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
5 tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 

chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl, thien-3-yl, and the like. 

74. The compound according to Claim 61 wherein the cyclic groups 
10 defined by W and -C(H) p C(=X)- is selected from the group consisting of 

lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl groups. 

75 . The compound according to Claim 74 wherein the cyclic group 
defined by W and -C(H) p C(=X)-, forms a lactam or thiolactam ring of the 

15 formula: 
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or 



10 




II 

15 S 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

20 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

25 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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76. The method according to Claim 75 wherein the lactam ring is 
selected from the group consisting of 

(V), 
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30 
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wherein A-B is selected from the group consisting of alkylene, alkenylene, 
15 substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 

sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
20 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R b is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
25 R c is selected from the group consisting of alkyl, substituted alkyl, alkenyl, . 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

30 77. The compound according to Claim 74 wherein the cyclic group 

defined by W, together with -C(H) p C(=X)- is a ring of the formula: 
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5 



10 

or 

15 



20 




25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 

30 >NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

35 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

78. The compound according to Claim 77 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 



40 
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5 



10 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
20 thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 

from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 
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79. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 




15 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 

20 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 

25 an integer of from 1 to 3 . 

80. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



35 




O 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2l - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O or -S-, and q is 
an integer of from 1 to 3 . 

81. The compound according to Claim 80 wherein the compound of 
formula I is selected from the group consisting of 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
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aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R a is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
5 0 to 4; and w is an integer from 0 to 3. 



82. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 

10 



15 




20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

25 where Z is a substituent selected from the group consisting of -O-, -S- and 

>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and . 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

83. The compound according to Claim 74 wherein the cyclic group 
35 defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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5 




15 wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2i Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

25 

84. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C( = X)-, forms a ring of the formula: 



30 




ii 

s 



~ 814 - 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 2I - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

85. The compound according to Claim 74. wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 

15 



20 




O 

25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 

30 where Z is a substituent selected from the group consisting of -O-, -S- and , 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

35 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

86. The compound according to Claim 85 wherein the compound of 
5 formula I is selected from the group consisting of: 



10 



15 




O O 



20 

87. The compound according to Claim 74 wherein the cyclic group 
defmed by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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5 




II 

s 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 21 Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O, -S- and 

20 > NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

25 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

88. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 



30 



- 817 - 



5 



10 




15 wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2I Z) q R 2l - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

25 

89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H) p C(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R 2! Z) q R 21 - and -ZR 21 - 
where Z is a substituent selected from the group consisting of -O-, -S- and 
>NR 20 , each R 20 is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R 21 is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

90. A compound selected from the group consisting of: 

1 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)-aminodibenzosuberane 

1- (R)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-2-(S)-indanol 
1 -(S)-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)-amino-2-(R)-indanol 
1 -(N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)-amino-2-indanol 

2- (N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)-amino- 1 -cyclohexanol 

l-(R,S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-l, 2,3,4- 
tetrahydro-2-naphthol 

l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminobenz[f]cycloheptan-2-ol 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-5,7-dihydro-6H- 
dibenzo [a , c] cy clohep ten-6-ol 

1- (S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminoindan-2-one 

2- (N'-(phenylacetyl)-L-alaninyl)aminocyclohexan-l-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-5 J-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-one 

3- (N' -(3, 5-difluoropheny lacety l)-L-alaninyi)-amino-7-butyrolactone 
3_(N ' -(3 , 4-dichloropheny l)-L-alaniny l)amino-7-butyrolactone 
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4-(N / -(cyclopentylacetyl)-L-alaninyl)amino-l ,l-dimethyl-3-isochromanone 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l , l-dimethyl-3- 
isochromanone 

3_(N / -(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-butyrolactam 

3_(N , -(3,5-difluorophenylacetyl)~L-alaninyl)amino-6-valerolactam 

l-benzyl-3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-5- 
valerolactam 

3-N'-(3,5-difluorophenyIacetyl)-L-alaninyl)amino^-methyl-€-caprolactam 

3- (N'-(3, 5-difluorophenylacetyl)-L-alaninyl)amino-l, 2,3,4- 
tetrahydroquinolin-2-one 

l-benzyl-3-(N'-(3,5KlifluorophenylacelyI)-L-alaninyl)amino-l,2,3,4^ 
tetrahydroquinolin-2-one 

4- (N'-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino-l ,2,3 ,4- 
tetrahydroisoquinolin-3-one 

4-(NX3,5-difluorophenylacetyl)-L-alai^ 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -methyl- 1 ,2 , 3 ;4- 
tetrahydroisoquinolin-3 -one 

4-(N ' -(3 , 5 -difluoropheny lacety l)-L-alaniny l)amino- 1 -pheny 1- 1 ,2 , 3 , 4- 
tetrahydro isoquinolin-3 -one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-6-fluoro-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-7-fluoro- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N' -(3, 5-difluoropheny lacety l)-L-alaninyl)amino-2-phenethy 1-1, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2-methyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-6-pheny 1-1 ,2,3 ,4- 
tetrahydroisoquinolin-3-one 
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4-(N '-(3 , 5-difluoropheny lacetyl)-L-alaniny l)amino-7-pheny 1- 1 ,2,3 ,4- 
tetrahydroisoquinolin-3-one 

(N ; -(3, 5-difluoropheny lacetyl)-L-alaninyi)-(9-aminofluroren-l-yl)glycine 5- 
lactam 

3.(N'-(phenylacetyl)-L-alaninyl)amino-e-caproIactam 

3-(S)-(N '-(3 , 5-difluoropheny lacetyl)*L-alaninyl)-amino-€-caprolactam 

3 -(S)- (N ' -(3 , 5-difluoropheny lacetyl) -L-alaniny l)amino- 1 -benzyl-e- 
caprolactam 

3-(S)-N' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- l-(2-methoxyethyl)-e- 
caprolactam 

3-(S)-(N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)amino- 1 -ethy 1-e-caprolactam 

3-N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-ethyl-e-caprolactam 
3-N'-(3,5-difluorophenylacetyl)-L^ 

3-N'-(3,5-difluorophenylacetyl)-L-alaninyl-amino)-7-benzyl-e-caprolactam 

3-(S)-(N'-(3 ,5-difluorophenylacetyl)-L-alaninyl)amino- 1-benzy 1-4,7- 
methano-e-caprolactam 

3_(S)-(N'-(cyclopentylacetyl)-L-alaninyl)amino-l-benzyl-€-caprolactam 

3-(S)-(N'Kcyclopentylacetyl)-L-phenylglycinyl)amino-l-benzyl-e- 
caprolactam 

3-(S)-(N'K3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(2-phenethyl)-e- 
caprolactam 

3-(S)-(N ' -(cyclopenty lacety l)-L-pheny lglyciny l)amino- 1 -(2-phenethy l)-e- 
caprolactam 

3-(^f'.(3 ^ 4-dichlorophenyl)-D,L-alaninyl)amino-e-caprolact^m 

3-(S)-(N'-(cyclopropylacetyl)-L-phenylglycinyl)amino-l-methyl-e- 
caprolactam 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amincH8-octanelacta^ 
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4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino*-7-benzyl-l,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -benzyl- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5 -difluoropheny lacety l)-L-alaniny l)amino-2-methy 1- 1 -pheny 1- 

1 .2.3 .4- tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino- 1 -(pyrid-2-y 1)- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(pyrid-3-yl)-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4- (N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- 1 -(py rid-4-yl)- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

3<[N , -(3,5-difluorophenylacetyl)-L-alaninyl]-amino-l-methyl-2-indolinone 

5- tN'-CS^-difluorophenylacetyO-L-alaninylJainino-l-niethyM-phenyl-S^- 
rra/Ly-dihydrocarbostyril 

S-lN'-CS^-difluorophenylacetyO-L-alaninylJamino-l-methyM-phenyl-S^- 
czs-dihydrocarbostyril 

3-[N' -(3 ,5-difluorophenylacety l)-L-alaninyl]amino-4-pheny 1-3 A'trans- 
dihydrocarbostyril 

1 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-3 -methyl- 1,3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

l-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-3-ethyl-4'-fluoro- 

1 .3 .4.5- tetrahydro-2H-3-benzazepin-2-one 

3-(3 , 5-difluoropheny lacety l)amino- 1 -ethy 1-5 , 5-dimethyl- 1 , 3 , 4 , 5 -tetrahydro- 
2H- 1 -benzazepin-2-one 

3-(N'-(3,5-difluorophenylacety0-L-alaninyl)amino-l,3,4,5-tetrahydro-2H-l^ 
benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-benzyl-l, 3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

3-(N ' -(cyclopenty lacety l)amino- 1 -ethy 1-5 , 5 -dimethyl- 1,3,4,5 -te trahy dro-2H- 
1 -benzazepin-2-one 
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3-(S)-(N ' -(3 ,5-difluoropheny lac 
tetrahydro-2H- 1 -benzazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- 1 , 5-dimethyl- 1,3,4,5- 
tetrahydro-2H- l-benzazepin-2-one 

3-(3 ,5-difluoropheny lacetyl)amino- 1 , 5-dimethyl- 1 , 3 ,4,5-tetrahydro-2H- 1 - 
benzazepin-2-one 

3-(S)-(N '-(3,5 -difluoropheny lacety l)-L-alaniny l)amino- 1 -methy 1-5-oxa- 
1 ,3 ,4,5-tetrahydro-2H- l-benzazepin-2-one 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-ethyl-5-oxa- 
l,3,4,5-tetrahydro-2H-l-benzazepin-2-one 

3-(S)-(N '-(3 , 5-difluoropheny lacety l)-L-alaninyl)amino- 1 -methy 1-5-thia- 
1 ,3 ,4,5-tetrahydro-2H- 1 -benzazepin-2-one 

5-{N'-(3 ,5-difluorophenylacetyl)-L-alaninyl}-amino-3 ,3-dimethyl-5 ,7- 
dihy dro-6H-benz [b] azep in-6-one 

5»{N' _(3 ,5-difluoropheny lacety l)-L-alaninyl}amino-3 ,3 ,7-trimethyl-5,7- 
dihydro-6H-benz[b]azepin-6-one 

5_{N , -[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-3,3,7-tri^ 
dihydro-6H-benz[b]azepin-6-one 

l-(N'-(3, 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-1, 3,4,5- 
tetrahy dro-2H-3 -benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alan^ 
1 ,3 ,4,5-tetrahydro-2H-l-benzazepin-2-one 

5-(S)-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5_(S)-[N , -((S) and (R)-3,5-difluorophenyl-a-hydroxyacetyl)-L- 
alaniny 1] amino-7-methy 1-5 , 7-dihydro-6H-dibenz [b , d] azepin-6-one 

5.(S)-[N'-(3,5-difluorophenyl-a-ketoacetyl)-L-alaninyl]amino-7-methyl-5,7- 
dihy dro-6H-d ibenz [b , d] azep in-6-one 

5_(S)-[N , -(3,5-difluorophenylacetyl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-(S)-[N' -(3 ,5-difluoropheny lacety l)-L-rm-leucinyl]amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 
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5 -(S)- [N ' -((S)-3 , 5 -difluoropheny 1-a-hy droxy acety 1)-L- valiny 1] amino-7- 
me thy 1-5 , 7 -dihy dro-6H-dibenz [b , d] azepin-6-one 

5-(S)-[N , -((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-^rr-leucinyl]amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

S^N'-CS^-difluorophenylacetyO-L-alaninyllamino^^methoxyacetyO-SJ- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5_[N ' -(3 , 5-difluoropheny lacetyl)-L-alaninyl]amino-7-(methyIcarboxylate)- 
5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alanm^ 
butanoyl)-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5.[N , _(3 > 5-diflubrophenylacetyl)-L-alaninyl]amino-7-(moq)holm^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-(S)-(N'-((S)-(+)-2-Hydroxy-3-methylbutyryl)-L-alaninyl)amino-^ 
5 ,7-dihydio-6H-dibenz[b,d]azepin-6-one 

S-IN'-cyclopentyl-a-hydroxyacety^-L-valinyllamino^-methyl-S ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-(S)-(N'-((S) and (R)-3^-dimethyl-2-hydroxybutyi7l)-L-alaninyl)amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-f^rr-leucinyl]amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-alaninyl]amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5- [N ' -(3 , 5-difluoropheny lacety 1)-L- alaniny 1] amino-5 , 7-dihy dro-6H , 7H- 
dibenz[b , d] azepin-6-one 

5-[N'-(3,5-difluorophenylacetyD 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-[N'-(2-hydroxy-3-methylbutyryl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5_(S)-[N'-((S and R)-2-hydroxy-3, 3-dimethylbutyryl)-L- valiny l]amino-7- 
methyl-5 ,7-dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{N^4-phenyl-furazan-3-yl)alanm^^ 
dibenz[b , d] azepin-6-one 
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5-{N , -(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-methyl-l,2,3,4,5,^ 
hexahydro-6H-dicyclohexyl[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alaiunyl}amino-7-phenbutyl-5,7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-cyclopropymethy 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-(2 , ,2 , ,2'- 
trifluoroethy l)-5 , 7-dihy dro-H-dibenz[b ,d] azepin-6-one 

S-jN'-CS^-difluorophenylacetyO-L-alaninyljamino^-cyclohexyl-SJ- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-9-fluoro-7-methyl-5,7- 
dihy dro-6H-d ibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alai^^ 
dihydro-6H-dibenz[b , d] azepin-6-one 

5 - { N ' - [(S)-3 , 5 -difluoromandely 1] -L-^^^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-ate^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-7--phenbutyl-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L>valinyl}amino-7-cyclopropylmeth^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -[(S)-3,5-difluoromandelyl]-L-valinyl}amino-7-phenbutyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{NH(S)-3,5-difluoromandelyl]-L-val^ 
dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-10-fluoro-7-m 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromahdelyl^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-fluoro-7-methyl-5J- 
dihydro-6H-dibenz[b,d]azepin-6-one 



- 825 - 



S-CN'-CS^-methylenedioxyphenylacetyO-L-alaninyOamino^^-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(2-methoxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydrO"l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3 .(N ' -(4-isopropy lphenoxyacetyl)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(NXethoxyacetyl)-L-alaninyl)amino-2^ 
1 ,4-benzodiazepin-2-one 

3-(NX4-phenoxyphenylacetyl)-L-alaninyl)am 
phenyl-lH-l,4-benzodiazepin-2-one . 

3-(N ' -(4-ethoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N , -(2,5-dimethoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-m 
5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluorobenzoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(o-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-l^ 
1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 3-diphenylpropionyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-phenoxypropionyl)-L-alaninyl)amino-23-dihydro-l-methyl-5- 
phenyl-lH-l,4-benzodiazepin-2-one 

3-(N 1 -(indole-3-acetyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -me thy 1-5 -phenyl- 1H- 
1 ,4-benzodiazepin-2-one 

3-(N ' -(4-(trifluoromethyl)pheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methyl-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-((4-methylphenoxy)acetyl)-L-alaninyl)amino-2,3-dihydro-l-me±yl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(4-(hydroxymethyl)phenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-phenoxyphenylacetyl)-L-alarunyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,4-dichlorophenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N* -(4-fluorophenoxyacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-23-dihydro-l-me 
1 H- 1 , 4-benzodiazepin-2-one 

3-(NXmethoxyacetyl)-L-alaninyl)amin^^ 
1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenoxy acety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methy 1-5-pheny 1 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(phenylacetyl)-L-alaninyl)ami^^^^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-phenoxy buty ry l)-L-alaninyl)amino-2 , 3 -dihydro- 1 -methyl-5- 
pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-methoxyphenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-(trifluorometty^ 

dihydro- 1 -methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-butoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N' -(3-(2-methoxypheny l)propionyl)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-fluoropheny lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(isopropoxy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 - 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(l-phenyl-lH-tetrazole-5-acetyl)-L-alaninyl)amino-2,3-dih^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(3,4-methylenedioxyphenyl)propionyl)-L-alaninyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(S^-CN'-O-cyclopentylpropionyO 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(NX2-cyclopentene-l-ac^ 
5-phenyl-lH-l ,4-benzodiazepin-2-qne 

(S)-3-(N'-(2n:Woro-6-fluorophenylacetyl)-L-alaninyl)amino-2,3-dih^ 
me thy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(cyclohexy lacety i)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2,5Hlifluorophenylacetyl)-L-alaiiinyl)amino-2,3-dihydro-l^ 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(pentafluorophenoxyacetyl)-L-alaninyl)amin(>2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2 : one 

(S)-3-(N , -(3,5-dimethylphenoxyacetyl)-L-alaninyl)amino-2,3-dihydr^ 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-chloropheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-chlorophenoxyacetyl)-L-alaniny l)amino-2 ,3-dihydro- 1-methyl- 
5-phenyl-lH-l ,4-benzodiazepm-2-one 

(S)-3 -(N ' -(benzo [b] thiophene-3 -acety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(benzoylformyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,5-dimethoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-dimethylphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(2,6-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(mesitylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-bipheny lacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 4-difluoropheny lacety l)-L-alaninyl)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(trans-styrylacetyl)-L-al^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-benzoylpropionyl)-L-alaninyl)amino-23-dihydro-l-methyl^^ 
pheny 1-1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(trans-3-hexenoy l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(heptanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 -phenyl- 1 H- 
l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-methylphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(4-cWorophenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenylbutyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepiii-2-one 

(S)-3-(N ' -(4-(4-methoxyphenyl)butyry l)-L-alaniny l)amino-2 , 3-dihydrd- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(3-methoxycarbonylpropionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N' -(4-phenylbutyryl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(benzy lthio)propionyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl 
5 -pheny 1-1 H- 1 ,4-benzodiazepin-2-one . 

(S)-3-(N'-(3-methylpentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(6-methoxycarbony Iheptanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-U4-benzodiazepin-2-one 

(S)-3-(N , -(2-indanylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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(S)-3-(N , -(4-methoxyphenylacetyl)-L-alaninyl)amino-23-dihydro-l-m 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2<Morophenoxyacetyl)-L-ala^ 
5-phenyi-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-thiopheneacetyl)-L-aIaninyl)amino-23-dihydro-l-methyi-5^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluoromeAyi)phenylacetyl)-L-alaninyl)amino-2,3-d^ 
methy l-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(NX4-tolylacetyl)-L-alaninyl)amino^^^ 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,6-difluoromandelyl)-L-alaninyl)amino-23-dihydro-l-me^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(-(4-methoxypheny l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(m-tblylacetyl)-L-alaninyl)amino-23-dihydro-l-methyl-5-phen^ 
lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-fluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-chlorophenoxy acety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyHH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(2-naphthylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-chlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H- l,4-benzodiazepin-2 -one 

(S)-3-(N ' -(3-methy lphenoxyacety i)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(3,4-methylenedioxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2-methoxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy l-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-isopropy lphenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-phenoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(pheny lmercaptoacety l)-L-alaninyl)amino-2, 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-ethoxyphenylacetyl)-L-alaninyl)amino-23-dihydro-l-me^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-dimethoxyphenylacetyl)-L-alaiiinyl)amino-23-dihydro-l- 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(o-tolylacetyl)-L-alaninyl)amino-2 ,3-dihydro- 1 -methyl-5 -pheny 1- 
1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 3-dipheny lpropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-phenoxypropionyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N'-(indole-3-acetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(trifluoromethyi)pheny lacetyl)-L-alaniny l)amino-2 ,3-dihydro- 1 - 
methyl-5-pheny 1- 1H- 1 ,4-behzodiazepin-2-one 

(S)-3-(N , -(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenoxyphenylaGetyl)-L-alaninyl)amino-2,3-dihydro-l-me^ 
5-pheny 1-1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N 1 -(4-fluorophenoxy acety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,4-dichloropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -((methy lthio)acetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1H-1 ,4-benzodiazepin-2-one 



(S)-3-(N 1 -(4-fluoromandely l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-thionaphthenacetyI)-L^ 
phenyl-lH-l,4-benzodiazepin-2-one . 

(S)-3-(N ' -(methoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(ethoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-indolepropionyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(2-chlorophenyI)propionyl)-L-alaninyl)amino-2,3-dihy^^ 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(butyryl)-L-alaninyl)amino-23-dihydro-l-methyl-5-phenyl-lH- 
l,4-benzodiazepin-2-one 

(S)-3-(N ' -(hexanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(5-phenylpentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N f -(4-(2-thieny l)butyry l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5-- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-nitrophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-(3-methoxyphenyl)propionyl)-L-alaninyl)amino-23-dihydro-l- 
methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(5-metJiylhexanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N 1 -(hydrocinnamy l)^L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(octanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 
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(S)-3-(N , -(3-(4-hydroxyphenyl)propionyl)-L-alaninyl)amino-23-d 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4,5-trifluoro^ 
methyl-5-phenyMH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(5-hydantoinacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -me thy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluorome^ 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2-methy 1-3-Benzofuraiiacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 - 
methy 1-5-pheny 1-1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N * -(propiony l)-L-alaniny I)amino-2 , 3 -dihydro- 1 -methy 1-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(cyclopropylacetyl)-L-alaninyl)amino-2^-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one . 

(S)-3-(N , -(3-methoxypropionyl)-L-alaninyl)amino-23-dihydro-l-me^ 
phenyl : lH-l ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(5 -(thieny l)pentanoy l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(NX3-(4-fluorophenyl)propionyl)-L-ala^ 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-fluorophenoxy)propionyl)-L-alaninyl)amino-23-dihydro^ 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2-norbornaneacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,3-difluoromandely l)-L : alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-pentenoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-l,4-benzodiazepin-2-one 

(S)-3-(N 1 -(4-(2 ,4-dichlorophenoxy)buty ry l)-L-alaniny l)amino-2 , 3-dihydro- 1 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 
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(S)-3-(NX2,3-dicWorophenoxyacetyl)-L-al^nyO 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N * -(3-(4-chlorobenzoy l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluorophenylacetyl)-L-alain^^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-(4-cyanophenoxy)-2-methyl propionyl)-L-alaninyl)aminb-2,3- 
dihydro-1 -methy 1-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-nitropheny lacety l)-L-alai^ 
phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-(hydroxymethy l)phenoxyacety l)-L-alaniny l)amino-2 , 3-dihydro- 
1 -methy 1-5 -phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N ■ -(2-fluoro-3-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino-2 , 3- 
dihydro-l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3 -(N '-(2,4, 6-triflupropheny lacety l)-L-alaninyl)amino-2 , 3 -dihy dro- 1 - 
methy 1-5 -pheny 1-1 H-l,4-benzodiazepin-2-one 

(S)-3-(N , -(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihy dro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(2-fluoro-4-(trifluoromethyl)pheny lacety l)-L-a!aninyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-bromopheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-bne 

(S)-3-(N'-(3-(4-fluorobenzoyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -((2-methylphenoxy)acetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-methoxyphenoxyacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-6ne 

(S)-3-(N'-(3-(phenylsulfonyl)propionyl)-L-alaninyi)amino-23-<lihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(2-methoXypheny lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 -methyl- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(2-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-me 
phenyl- lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(p-isopropyl phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-pentenoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-ph^ 
1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-hydroxyphenoxyacetyl)-L-alaninyi)amino-2,3-dihydro-l- 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(4-oxopentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N' -(2-hydroxypheny lacety l)-L-alaniny l)amino-2, 3-dihydro- 1 -methyl- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(NM3,4-dimetiioxyphenylacety^^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-methoxybenzoyl)propionyl)-L-alaninyl)amino-2,3-dihyd 
methy 1-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(thiophene-3-acetyl)-L-alaninyl)amino-23-dihydro-l-methy^^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(NM6-phenylhexanoyl)-L-alan^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N 9 -(iso valery l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(2,3 , 5-trifluoropheny lacety l)-L-alaninyl)aminoT2 ,3-dihydro- 1 - 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,4 , 5-trifluoropheny lacety l)-L-alaniny l)amino-2 ,3-dihydro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -( 1 -adamantaneacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(cyclohexanepentanoy l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 
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(S)-3 -(N ' -(2-thiopheneacetyl)-L-pheny lglyciny l)amino-2 , 3 -dihydro- 1 -methyl 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3KN , -(3-(trinuoromethyl)phenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-difluorophenylaGetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-tolylacetyl)-L-phenylglycinyl)amino-23Hiihydro-l-methyl-5^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3-fluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-bromopheny lacety l)-L-pheny lglyciny I)amino-2 , 3 -dihydro- 1 - 
me thy 1-5-pheny l-lH-l,4-benzodiazepin-2-one 

(S)-3 -(N * -(3 -chloropheny lacety l)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2-one . 

(S)-3-(N , -(3,4-methylenedioxyphenylacetyl)-L-phenylglycinyl)amino-2,3- 
dihydro-l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenylmercaptoacetyl)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(acetyl)-L-pheny lglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(3,5-bis(trifluoromethyl)phenylacetyl)-L-phenylglycinyl)amino- 
2 , 3-dihydro- 1 -methy 1-5-pheny 1- 1H-1 ,4-benzodiazepin-2 -one 

(S)-3-(N , -((methylthio)acetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-. 
methy 1-5-pheny l-lH-l,4-benzodiazepin-2 -one 

(S)-3-(N , -(phenoxyacetyl)-L-phenylglycinyl)amino-23^ihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(phenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(cyclohexylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l 
methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 



(S)-3-(N ' -(benzoyl thioph^^ 

1 -methy 1-5 -phenyl- 1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(benzoylformyl)-L-phenylglycinyl)amino-23-dihydro-l-methy 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 , 6-difluoropheny lacety l)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,4-difluoropheny lacety l)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-difluoropheny lacety l)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N'-(butyiyl)-L-pheny Iglyciny 0 
1H-1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(heptanoyl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methyl-5- 
, phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N 9 -(4-(2-thieny l)buty ry l)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-6ne 

(S)-3-(N'-(5-methymexanoyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(hydrocinnamy l)-L-pheny lglycinyl)amino-2 , 3-dihydro- 1 -methyl-5- 
pheny 1 : 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N , -(cyclopentylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N , -(propionyl)-L-phenylglycinyl)amino-2,3-dihydro-l-melliyl-^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(3,4, 5-trifluoropheny lacety l)-L-pheny Iglyciny l)amino-2 , 3-dihy dro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-pheny lbuty ry l)-L-pheny Iglyciny l)amino-2 , 3-dihy dro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

3.(N'.(2-thiopheneacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4^ 
trifluorobuty 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 
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3-(N ' -(2-thiopheneacety l)-L-alaninyl)amino- 1 -methyl-2 , 3 -dihydro-5-(2- 
thiazoly 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-7-chloro-2^-dihydro- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2 ,3- 
dihydro-1 -methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

S-CN'^-thiopheneacetyO-L-alaninyOamino-S-cyclohexyl^^-dihydro-l- 
methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino-7-bromo-5-(2-fluoropheny l)-2 , 3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(2-thiopheneacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l ,5-bis-(2,2- 
dimethy lpropy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3 -(N * -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro-5 -phenyl- 1 - 
(4 ,4 ,4-trifluorobuty 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-dinuorophenylacetyl)-L-alaninyl)amino-l-(2-oxcH2-phenylethyl)- 
2,3-dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5- 
(2-thiazolyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny l)-2 , 3-dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-(2-thienyl)-2 ,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 ,2 
dimethy lpropy l)-2 ,3,4, 5 -tetrahy dro- 1 H- 1 , 5-benzodiazep ine 
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3-(NX3-fluorophenylacetyl)-L-alani^^ 
(4,4,4-trifluorobutyO-lH-l ,4-benzodiazepin-2-one 

3-(NX3-fluorophenylacetyl)-L-alaninyl)^ 
dihydro-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(NX3-fluorophenylacetyl)-L-alaniny^^ 
thiazoIyl)-lH-l,4-benzodiazepin-2-one 

S-fN'KS-fluorophenylacetyO-L-alaninyOamino-T-chloro^^-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3-fluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophen^ 
2 , 3 -dihy dro- 1 -methy 1-1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L^ 
methyl- lH-l,4-benzodiazepin-2-one 

3_(N • -(3-fluoropheny lacety l)-L-alaninyl)amino-5-cyclohexy 1-2, 3-dihydro- 1- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N , -(3-fluorophenylacetyi)-L-alaninyl)amino-7-bromo-5^2-fluoro^ 
2 , 3-dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3-fluorophenylacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N , -(methylthio)acetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-^ 
trifluorobutyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(methy lthio)acetyl)-L-alaninyl)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3 - 
dihy dro-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3 -(N ' -(methy lthio)acety l)-L-alaniny l)amino- 1 -methy 1-2 , 3 -dihydro-5-(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(methylthio)acetyl)-L-alaninyl)amino-7-cMoro-2,3-dihy^ 
5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(methylthio)acetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N' -(methy lthio)acety l)-L-alaniny l)amino-5-(2-thienyl)-2 , 3-dihydro- 1 - 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(methy lthio)acety l)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(NXmethylthio)acetyl)-L-alaninyl)am^ 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(methy lthio)acety l)-L-alaniny i)-amino-)-2 , 4-dioxo- 1 , 5 -bis-(2 , 2- 
dimethy lpropy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-(NX p henylacetyl)-L-alanmyO 
trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(phenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3-dihyd 
5-phenyi-lH- 1 ,4-benzodiazepin-2-one 

3-(N , -(phenylacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2-^ 
lH-l,4-benzodiazepin-2-one 

3 .(N ' -(pheny lacety l)-L-alaninyl)amino-7-chloro-2 , 3-dihy dro- 1 -methy 1-5 - 
. pheny l-lH-l,4-benzodiazepin-2-one 

3-(N'-(phenylacetyl)-L-alaninyl)amino-7-cWorcH5-(2-cMoroph^ 
dihydro- 1-methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'Kphenylacetyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l-m^ 
1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(pheny lacety l)-L-alaninyl)amino-5-cyclohexy 1-2 , 3-dihy dro- 1 -methy 1- 
1H-1 ,4-benzodiazepin-2-one 

3-(NXpheny lacety l)-L-alaninyl)am 
dihydro- 1 -methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3.(N 9 -(pheny lacety l)-L-alaniny l)-amino-)2 , 4-dioxo- 1 , 5 -bis-(2 ,2- 
dimethy lpropy l)-2, 3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3 -(N ' -(benzoy lformy l)-L-alaniny l)amino-2 , 3-dihydro-5-pheny 1- 1 -(4 , 4 ,4- 
trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N • -(benzoy lformy l)-L-alaninyl)amino- 1 -(2-oxo-2-pheny lethyl)-2 , 3- 
dihydro-5-pheny 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(benzoy If ormy l)-L-alaniny l)amino-7-chloro-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N' -(benzoy lformy l)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2, 3- 
dihy dro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2 -one 
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3-(N'-(benzoylformyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-d 
1 H- 1 , 4-benzodiazepin-2-one 

3-(NXbenzoylfonnyl)-L-alaninyl)am 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,^ 
dihy dro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(benzoy lformy l)-L-alaniny l)-amino-)-2 ,4-dioxo- 1 ,5-bis-(2,2- 
dimethy lpropy i)-2 , 3 , 4 , 5 -te trahy dro- 1 H- 1 , 5 -benzodiazepine 

3-(N , -(butyryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alanmyl)am^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(NXbutyryl)-L-alaninyl)^ 
1 ,4-benzodiazepin-2-one 

3 -(N ' -(buty ry l)-L-alaniny i)amino-7-chloro-2 , 3 -dihy dro- 1 -me thy 1-5 -pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)amino^^ 
1 -methyl- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)amino-5^ 
1 ,4-benzodiazepin-2-one 

3-(N' -(butyry l)-L-alaniny l)amino-5-cyclohexyl-2 ,3-dihydro- 1 -methyl- 1 H- 
1 ,4-benzodiazepin-2-one 

3-(N'-(butyiyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3-dihy 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alam 

2,3,4,5 -te trahy dro- 1 H- 1 , 5 -benzodiazepine 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)-lH-l ,4-benzodiazepin-2-one 

3-(N , -(4-(2-thienyl)butyi7l)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3 
dihydro-5-pheny 1- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-tfiienyl)butyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazoly 1) - 1 H- 1 , 4-benzodiazep in-2 -one 
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3-(NX4-(2-thienyl)butyryl)-L-alaninyl) 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyiyl)-L-alanin^ 

2 , 3 -dihy dro- 1 -methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX4^2-thienyl)butyiyl)-L-alaninyO 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alairi^^ 
methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyiyl)-L-alairi^^ 

2 , 3 -dihydro- 1 -methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NX4-(2-thienyi)butyiyl)-L-^^ 

dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(NXcyclopentylacetyl)-L-alaninyl)ai^ 
trifluorobuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N' -(cyclopenty lacety l)-L-alaninyl)am^ 
dihy dro-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

S-CN'-CcyelopentylacetyO-L-alaninyOamino-l-methyl^^-dihydro-S-Cl- 
thiazolyl)-lH-l,4-benzodiazepin-2-one 

3 -(N ' -(cyclopenty lacety l)-L-alaniny l)amino-7-chloro-2 , 3 -dihydro- 1 -methy 1- 
5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
dihydrp- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-(2-thieny l)-2 , 3 -dihydro- 1 - 
methy l-lH-l,4-benzodiazepin-2-one 

3 -(N ' -(cyclopenty lacety l)-L-alaninyI)amino-5 -cyclohexy 1-2 , 3-dihydro- 1 - . 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihy dro- 1 -methy 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-( N'-(cyclopentylacetyl)-L-aianinyl)-amino-)-2,4-dioxo-l ,5-bis-(2,2- 
dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 
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3-(N ' -(3-(trifluoromethy l)buty ry l)-L-alaniny l)amino- 1 -(2-oxo-2- 
phenylethyl)-2,3-dihydro-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(3-(trifluoromethy l)butyry l)-L-alaninyl)amino- 1 -methyl-2 , 3-dihydro-5- 
(2-thiazolyl)-lH-l ,4-benzodiazepin-2-one 

3-(NX3-(trifluoromethyl)butyryl)-L-alani^^ 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3-(trifluoromethy l)butyry l)-L-alaninyl)amino-7-chloro-5-(2- 
chlorophenyl)-2 , 3 -dihydro- 1 -methyl- 1H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyiyl)-L-a^ 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyiyl)-L-alaninyl)-amino-)2,4-dioxo-l,5-bis- 
(2 ,2-dimethy lpropy I)-2 , 3 ,4 ,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3 -(N ' -(4 ,4 , 4-trifluorobuty ryl)-L-alaniny l)amino-2 , 3-dihy dro-5-pheny 1-1- 
(4,4,4-trifluorobutyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(4,4 , 4-trifluorobuty ryl)-L-alaninyl)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3 
dihydro-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro- 
thiazoly 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(4A4-trifluqrobutyi7l)-L-alanm^^ 
2,3-dihydro-l-methyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4, 4-trifluorobuty ryl)-L-alaninyl)amino-5-cyclohexy 1-2, 3-dihydro- 1 - 
methyl- 1H- 1 ,4-benzodiazepin-2 -one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl) 
2,3-dihydro-l-methyl-lH-l ,4-benzodiazepin-2-one 
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3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy lpropy l)-2 , 3 , 4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N , -(isovaleryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4-- 
trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N , -(isovaleryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3-dihydro- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(NXisovaleryl)-L-alaninyl)amino-l-me^ 
lH-l,4-benzodiazepin-2-one 

3"(N'»(isovaleryl)-L-alaninyl)amino-7-cWoro-2/3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-alanihyl)amino-7-cWoro-5-(2^Worophenyl)-2,3- 
dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(isovaleryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l-meA^ 
1 ,4-benzodiazepin-2-ohe 

3-(NXisovaleryl)-L-alaninyl)amm^ 
1 , 4-benzodiazepin-2-one 

3-(N , -(isovaleryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2 ,3 ,4, 5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-(N , -(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-23-dihydro-5-ph^ 
1 -(4 ,4 ,4-trifluorobuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N , -(L-alpha-hydroxyiscK:aproyl)-L-alaninyl)amino-l-(2-oxo-2- 
pheny lethy l)-2 , 3 -dihydro-5 -phenyl- 1H- 1 ,4-benzodiazepin-2-6ne 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro- 
5-(2-thiazolyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-cUoro-2,3-dihydro 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N , -(L-alpha 7 hydroxyisocaproyl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny l)-2 , 3 -dihydro- 1 -methy 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N , -(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-(2-thienyl)-2,3 : 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
dihy dro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-bromo-5-(2- 
fluoropheny l)-2 , 3-dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis- 
(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(L-( + )-mandelyl)-L-alaniny l)amino- 1 -(2-oxo-2-pheny lethyl)-2 , 3- 
dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N' -(L-( + )-mandelyl)-L-alaninyl)amino- 1 -methyl-2 , 3-dihydro-5-(2- 
thiazolyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alamnyl)amino-7-chloro-2,3-dihydro-i-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-ohe 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
dihydro- 1 -methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N' -(L-( +)-mandelyi)-L-alamnyl)amino-7-bromo-5-(2-fluorophenyl)-2 ,3- 
dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

S-CN'-CS.S-difluorophenylacetyO-L-alaninyDamino-S-phenyl^.S-dihydro-l- 
(3-fluorbbenzyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
(benzyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
(4-te/t-buty lbenzy 1)-1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,5-difluorophenylacety l)-L-alaninyl)amino-5-phenyl-2 ,3-dihydro- 
(2-cyclohexylethyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-aJanmyl)amino-5-phenyl-2,3-dihydro-l 
(3 ,3-dim'ethylbutyl)- 1H- 1 ,4-benzbdiazepin-2-one 
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3-(N 9 -(3 , 5-difluoropheny lacety l)-L-aianiny l)amino-5-pheny 1-2 , 3-dihy dro- 1 - 
( 1 -methoxycarbonyl- 1 -pheny lmethyl)- 1H- 1 ,4-benzodiazepih-2-one 

3-(NM3,5-difluorophenylacetyl)-L-alanm^^ 
(2-ethylbutyl)-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(3 , 5 -difluoropheny lacety l)-L-alaninyl)amino-5 -pheny 1-2 , 3 -dihy dro- 1 - 
(cyclohexy lmethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,5 -difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 - 
(2-pheny lethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-d&^ 
(3-phenylpropyl)-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaiiinyl)amino-5-phen^ 
(2-(N-phthalimidy l)ethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5Hlifluorophenylacetyl)-L-alaiiinyl)amino-5-phenyl-2,3-d 
(2-biphenylmethyl)-lH-l ,4-benzodiazepin-2-one 

3-(N '-(3 ,5-difluorophenylacetyl)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 - 
((2-tetrahydroftiranyl)methy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-(NX3,5-difluoropheny lacety l)-L-alanm^^ 

(2-(l ,4-benzodioxanyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(NM3,5^ifluorophenylacetyl)-L-alaninyl)^ 
(3-(5-chlorobenzo[b] thienyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(N -(3 , 5 -difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro-l- 
(3 ,3-dimethyl-2-oxo-propyl)-lH-l ,4-benzodiazepin-2-one 

3-(N * -(3 , 5 -difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 - 
(5-benzofurazanylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihy dro- 1 - 
(3 -phenoxyprqpy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ) -(3 > 5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2^ 
(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(NX3,5-difluorophenylacetyl)-L-alar^ 
(2-methylbutyi)-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(ethyl)-lH-l,4-benzodiazepin-2-one 
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3-(N , -(3,5rdifluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-d 
(3-pyridylmethyl)-lH-l ,4-benzodiazepin-2-one 

3-(N , -(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-pte 
(2-oxo-2-(N-indolinyl)ethyl)-lH-l,4-benzodiazepin-2-one 

3_(N'-(3,5-difluorophenylacetyl)-L-alanm^^ 
(4-(3,5-dimetitiylisoxazolyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacety^^ 
(2-methoxyethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N*-(cyclopentylacetyl)-I^alaninyl)amino-5^phcn^ 
lH-l,4-benzodiazepin-2-one 

3-(N ' -(cy clopentylacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(4-tert- 
butylbenzyl)-lH-l ,4-benzodiazepin-2 : one 

3>(NXcyclopenty lacety l)-L-alan^ 
cyclohexy lethy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3_(N' -(cyclopenty lacetyl)-L-alaniny l)amino-5-phenyi-2 ,3-dihydro-l-(3,3- 
dimethylbutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-al 
(isopropyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihy 
methoxycarbony 1- 1 -pheny Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 _(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
ethylbuty I)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N * -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 - 
(cyclohexylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
phenylethyl)-lH-l ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3- 
pheny lpropyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2-(N- 
phthalimidyl)ethyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
biphenylmethyl)-lH-l ,4-benzodiazepin-2-one 



3-(N^cyclopentylacetyl)-L-alaninyl)amin^ 

chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N».( C yclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3,3- 
dimethy 1-2-oxo-buty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N , -(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(5- 
benzoftira2anylmethyl)-lH-l,4-benzodiazepin«2-one 

3-(NXcyclopentylacetyl)-L-alaninyl)am^ 
phenoxypropyl)-lH-l,4-benzodiazepu>2-one 

3-(NXcyclopentylacetyl)-L-alaninyl)amino-5^ 
trifluoromethylquinolinyl)methyl)-lH-l,4-benzodiazepin-2-one 

3_(N'-(cyclopentylacetyl)-L^^ 

(cy clopropy Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety I)-L-alaniny l)amino-5-pheny 1-2 ,3-dihydro- l-(2- 
methy lbuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(NMcyclopentylacetyl)-L-alaninyl)am^ 
1H- 1 ,4-benzodiazepin-2-one 

3-(N^cyclopentylacetyl)-L-aianinyl)^ 

dimethy lisoxazoly l)methy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 -(propy 1)- 
lH-l,4-benzodiazepin-2-one 

3 -(N * -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3 -dihy dro- 1 -(2- 
methoxyethyl)-lH-l ,4-benzodiazepin-2-one 

3-(NX4A4-trifluorobutyiyl)-L-a^ 
(benzyl)- 1H-1 ,4-benzodiazepin-2-one 

3 -(N ' -(4 , 4 , 4-mfluorobuty ry 1^ 
rerr-butylbenzyl)-lH-l ,4-benzodiazepin-2-one 

3.(N ' -(4 ,4,4-trifluorobutyry l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
cyclohexylethyl)- 1H-1 ,4-benzodiazepin-2-one 

3 -(N ' -(4 , 4 , 4-trifluorobuty ry l)-L-alaniny l)amino-5 -pheny 1-2 , 3 -dihy dro- 1 - 
(3 ,3-dimethy lbuty 1)-1H- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(4 , 4 , 4-trifluorobuty ry l)-L-alaniny l)amino-5 -pheny 1-2 , 3 -dihydro- 1 : 
(isopropyl)-lH-l ,4-benzodiazepin-2-one 



- 848 -- 



3 -(N ' -(4 , 4 , 4-trifluorobuty ry 
methoxycarbonyl-l-pheny^ 

3-(N^(4 > 4 ) 4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro- 
ethy lbutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' (4 , 4 ,4-trifluorobuty ry l)-L-alaniny l)amiho-5 -pheny 1-2 , 3 -dihy dro- 1 - 
(cyclohexylmethyl)-lH-l,4-benzodiazepin-2-one 

3 .(N '-(4,4, 4-trifluorobutyry l)-L-alaniny l)amino-5 T pheny 1-2 , 3-dihydro- 1 -(3 - 
pheny lpropy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4,4,4-trifluorobutyryl)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 -(2- 
biphenylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N * -(4,4 , 4-trifluorobutyry l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(3- 
(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3 -(N '-(4,4, 4-trifluorobuty ry l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 - 
(3 ,3-dimethyl-2-oxo-butyl)-lH : l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-23-dihydro-l^ 
benzofiirazanylmethyl)- 1H-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyi7l)-L-alarunyl)amino-5-phenyl-2,3-d 
phenoxypropyl)- 1H- 1 ,4-benzodiazepin-2-one 

. 3>(N'-(4,4,4-trifluorobulyryl)-L-alaninyl)amino-5-phenyl-23 
(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzod^ 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2, 3-dihydro-l- 
(cyclopropylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)^ino-5-phenyl-2,3-dihyd^^ 
methy lbutyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-23^ih^ 
(ethyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihy 
(3 ,5-dim'ethylisoxazolyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3_(N '-(4,4, 4-trifluorobutyry l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(propyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4;4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2 
methoxyethyl)- 1H- 1 ,4-benzodiazepin-2-one 
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3 -( N • -(L-( +)-mandelyl)-L-alaninyl)-amino-)-2 , 4-dioxo- 1 , 5 -b is-(2 ,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine . 

(S)-3-(NMN-pyrrolidinylacetyl)-L-alanm^ 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N' -(2-chlorophenoxy acety l)-L-alaniny l)aminb-2 ,3-dihydro- 1 -methyl-5- 
pheny I- 1H- 1 ,4-benzodiazepin-2-one 

3-(NX2-thiopheneacetyl)-L-alaninyl)amm^ 
1H-1 ,4-benzodiazepin-2-one 

3-(N , -(3-(trifluoromethyl)phenylacetic)-L-alaninyl)amino-2,3-dihydro 
methyl-5-phenyl -lH-l,4-benzodiazepin-2-one 

3-(N ' -(4-toly lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1 - 1 H- 
1 ,4-benzodiazepin-2-one 

3-(N 9 -(3-(4-methoxypheny l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-pheiiyl-lH-l ,4-benzodiazepin-2-one 

3-(N '-(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5 
phenyl- lH-l,4-benzodiazepin-2-one 

3-(N' -(m-tolylacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1-1H 
1 ,4-benzodiazepin-2-one 

3 -(N 9 -(3 -fluoropheny lacety l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 -methyl-5 - 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3-bromopheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3 -(N 9 -(4-chlorophenoxy ace ty l)-L-alaniny 1) amino-2 , 3 -dihy dro- 1 -methyl-5 - 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(2-naphthy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H- 1 ,4-benzodiazepin-2-one 

3 -(N 9 -(3 -methy lphenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 - 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3 -[(N ' -(4-methoxypheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methyl-5 
(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [(N ' -(2-thiopheneacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -methy l-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-[(N^(3,5-difluorophenylacetyl)-L-alam^ 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3_[(N^(3-bromophenylacetyl)-L-alaninyl)amino]-23-dihydro-l-meA^ 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(pheny imercaptoacetyl)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methyl-5- 
(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-etiioxyphenylacetyl)-L-alaiiinyl)amino]-23-dihydro-l-m 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N , -(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3^ 
methy l-5-(2-pyridyl)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyi)phenylacetyl)-L-alaninyl)ainino]-2,3-^ 
l-methyl-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3-[(N'-((methylthio)acetyl)-^^ 
pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3_[(N ■ -(cyclohexy lacetyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 -methyl-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(pentafluorophenoxyacetyl)-L-alaninyl)amino]-2,3-dih^ 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N*-(benzo[b]thiophene-3-acetyO^^ 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3_[(N'.(2,4,6-trimethylphenylacetyl)-L-alaninyl)amm^^ 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4-biphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl^^^ 
pyridyl)- lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(3 , 4-difluoropheny lacety i)-L-alaniny l)amina] -2 r 3-dihydro- L-methy 1- „ 
5-(2-py ridy 1)- 1H- 1 , 4-benzodiazepin-2-one 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino]-2,3-dih^ 
pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(5-methylhexanoyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(N ' -(3-methoxycarbonylpropionyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 - 
methy l-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[(NX2,6-difluoromandelyl)-L-alam^ 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[(N , -(4-fluoromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,5-difluoromandelyl)-L-alaninyl)amino]-23-dihydro-l-methyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 - [(N ' -(2 , 4 , 6-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 - 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(4-fluoro-2-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino] -2,3- 
dihydro-l-methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [ (N * -(4 , 4 , 4-trifluorobuty ry l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one . 

3- t(N * -(4-isopropy Ipheny lacetyl)-L-alaniny l)amino]-2 ,3-dihydro- 1 -methyl-5- 
(2-pyridyl)-lH-l ,4-benzodiazepin-2-onie 

3- t(N ' -(beta-pheny llacty l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -methyl-5-(2- 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2-pyri^ 
1H-1 ,4-benzodiazepin-2-one 

3-[(N'-(4-cWoromandelyl)^ 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(iso valery i)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -niethy 1-5 -(2-py ridy 1)- 
1H- 1 , 4-benzodiazepin-2-one 

3 i- [(N ' -(2 ,3 , 5-trifluoropheny lacety l)-L-alaniny l)amino] -2 ,3 -dihydro-1- 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amino]-2,3-dihydro-l-meth^ 
(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(L-alpha-hydroxy isocaproy l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 - 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(3-nitropheny lacety l)-L-alaniny l)amino] -2 ,3-dihydro- 1 -methy l-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridy I)- 1H- 1 ,4-benzodiazepin-2-one 
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S-KN'-^-methocypheny^ 

dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N f -(2-thiopheneacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3 , 5-difluoropheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- l-(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

. ■ ■ 

3 - [(N ' -(3 -bromopheny lacety l)-L-alaninyl)amino] -2 , 3 -dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(pheny lmercaptoacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(4-ethoxypheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(4-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 - 
(3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(mfluoromethyl)p^ 

1- (3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -((methylthio)acetyl)-L-alaninyl)amino]-23-dihydro-l-(3,3^^ 

2- oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3_[(N , -(cyclohexylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dm^ 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N' -(pentafluorophenoxy acety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(benzo [b] thiophene-3-acety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(2,4,6-trimethylphenylacetyl)-L-alaninyl)amino]-2,3-dm^^ 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(4-bipheny lacety l)-L-alaninyl)amino] -2 , 3 -dihydro- 1 -(3 , 3 -dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3.[(N , -(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(4-(2- thieny l)buty l)-L-alaniny l)amino] -2 3 -dihydro- 1 -(3, 3-dimethy 1-2 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(NX5-methylhexanoyl)-L-d^ 

2- oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(2 , 6-difluoromandely l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N' -(4-fluoromandelyl)-L-alaninyl)amino]-2 ,3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N 9 -(2 ,5-difluoromandely l)-L-alaninyl)amino] -2 ,3 -dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(2 ,4 , 6-trifluoropheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(4-fluoro-2-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino] -2,3- 
dihydro- 1 -(3 , 3-dimethy 1-2-oxobutyl)- 5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2- 
one 

3-[(N * -(4,4 ,4-trifluorobutyry l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [(N ' -(4-isopropy Ipheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 ,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N • -(beta-pheny llactyl)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-berizodiazepin-2-one 

3-[(N ' -(mandelyl)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3-dimethy 1-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3_[(N'-(4-chloromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dto 
oxobutyl)- 5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dmydro-l-( 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

. 3-[(N 9 -(L-alpha-hy droxy isocaproy l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(3 , 3 - 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 
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3- [(N * -(3-nitropheny lacety l)-L-alaniny l)amino] -2 , 3-dihydro-l-(3,3-dimethyl- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

S-KN'-CD-S-phenyllactyO-L-al 
5 oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(4-methoxypheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[(N , ^2-thiopheneacetyl)-L-alaninyl)amino]-2, 3-dihydro-l-(2-N,N- 

diethylaminoethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



15 



30 



45 



3-[(N *-(N " -acety 1-N " -pheny lglycinyl)L-alaninyl)amino] -2 , 3-dihydro- 1 -(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -(2-N, N- 
diethyl aminoethyl)- 5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 



3-[(N'-(3-bromophenylacetyl)-L-alaninyl)amino]-2,3-dUiydro-l-(2-N,N- 
20 diethyl aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N 9 -(pheny lmercaptoacety l)-L-alaniny l)amino] -2 , 3 -dihy dro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

25 3-[(NX4-(trifluoromethyl)pte 

N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N , -(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2;3-dihydro- 
l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3-[(N , -(cyclohexylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-dieth^ 
5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 



3- [(N ' -(pentafluorophenoxy acety l)-L-alaniny l)amino] -2 , 3-dihydro- 1 -(2-N , N- 
35 diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(benzo [b] thiophene-3-acety l)-L-alaniny l)amino] -2 , 3-dihydro- l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

40 3-[(N , -(benzoylfonnyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one . . 



3-[(N , -(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4-(2-thienyl)butyryl)-L-alaninyl)amino]-2, 3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[(N'-(5-methylhexanoyl)-L-alaninyl)am^ 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(4-fluoromandelyl)-L-alaninyl)amino]-23-dihydro-l-(2-N,N-d 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzqdiazepin-2-one 

3 - [(N * -(2 , 5 -difluoromandely l)-L-alaniny l)amino] -2 , 3-dihy dro- l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N , -(4,4,4-trifluorobutyryl)-L-alaninyl)amino]-2,3-dihydro-l-(^ 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [(N ' -(4-isopropy lpheny lacety l)-L-alaniny l)aniino] -2 , 3 -dihy dro- 1 -(2-N , N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 . [(N ' -(beta-pheny llacty l)-L-alaniny l)amino] -2 , 3-dihy dro- 1 -(2-N , N-diethy 1 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepih-2-one 

3-[(N , -(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[(NX4-cMoromandelyl)-L-alan^ 

aminoethyl)- 5-(2-pyridyl)rlH-l ,4-benzodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N ' -(3-methylthiopropiony l)-L-alaniny l)amino] -2 ,3<lihydro- 1 -(2-N ,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-orie 

3.[(N'-(L-alpha-hydroxyisocaprpyl)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(3-nitrophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-di^ . 
aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N , -(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N, N-diethylaminoethyl) 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(me thy l)-2 , 3 , 4 , 5 -tetrahydro- 1 H- 1 , 5 -benzodiazepine 



- 856 - 



3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxp-l,5-bis- 
(cy c lopropy Imethy l)-2 ,3,4, 5-tetrahy dro 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2 ,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

S-tN-CS^-difluorophenylacety^-L-norvalinyll-amirio^^-dioxo-l^- 
bis-(2-methy lpropy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-noi^alinyl]-aniino-2,4-dioxo-l ,5- 
b is- (cy clopr opy Imethy l)-2 , 3,4,5 - tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyl)-L-methioninyl]-amino^2,4-dioxo- 1,5- 
bis-(2-methy lpropy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3 , 5-difluorophenylacety l)-L-methioninyl] -amino-2 ,4-dioxo- 1 ,5- 
bis-(methyl)-2 , 3 , 4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy Imethy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3, 5-difluorophenylaeetyl)-L-phenylalaninyi] -amino-2, 4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenyIalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(cyclopropy Imethy l)-2, 3 , 4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-methy lpropy l)-2, 3,4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl] -amino-2, 4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
l,5-bis-(cyclopropy Imethy l)-2, 3, 4, 5-tetrahydro- 1H-1, 5-benzodiazepine 
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3-[N-(3,5-difluorophenylacetyl)-(2-thte^ 

1 , 5-bis-(2-methy lpropy l)-2 , 3 ,4 ,5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(2-thienyO^^^ 
l,5-bis-(metiiyl)-23,4,5-tetrahydro-lH-l,5-benzodiazepine 

34N-(3,5-difluorophenylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
1 , 5 -bis-(cy clopropy lmethy l)-2 ,3,4,5 -tetrahy dro- 1 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-tMenyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(methy l)-2 , 3 ,4, 5 -tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyl)-L-threoninyl]-amino-2,4-dioxo-l ,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-threoninyl]-amino-2,4-dioxo- 
1 , 5 -bis-(methy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cy clopropy lmethy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3.[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3 , 5-difluoropheny lacety l)-L-tyrosiny 1] -amino-2 , 4-dioxo- 1 , 5- 
bis-(cy clopropy lmethy l)-2 , 3 , 4 , 5-tetrahydro- 1H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2, 3 ,4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(methy l)-2 ,3,4 , 5-tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopenty lacety l)-L-alaniny l]-amino-2, 4-dioxo-l,5-bis- 
(cyciopropy lmethy l)-2, 3 ,4, 5- tetrahy dro- 1H-1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy lpropy l)-2 ,3,4, 5-tetrahydro- LH- 1 , 5-benzodiazepine 
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3-[N-(cyclopentyIacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methy l)-2 ,3,4, 5 -tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-yalinyl]-amino-2,4-dioxo-l ,5-bis- 
(cyclopropy lmethy l)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cycIopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l ,5- 
bis-(methyl)-2, 3 ,4, 5 -tetrahydro- 1H-1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-metMoninyl]-amino-2,4-dioxorl,5- 
bis-(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2, 3 ,4, 5-tetrahydro- 1H-1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-melliioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy lmethy l)-2 ,3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 , 5 -bis-(2 -methy lpropy l)-2 , 3 , 4 , 5 - tetrahydro- 1 H- 1 , 5 -benzodiazep ine 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 , 3 , 4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 , 5 -bis-(cyclopropy lmethy l)-2 , 3 ,4 , 5 : tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl] -amino-2 ,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-phenyIglyeinyl]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5-benzodiazepine . 

3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 

1 , 5-bis-(cyclopropy lmethy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bisr(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2, 3, 4, 5-tetrahydro- 1H-1, 5-benzodiazepine , 
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3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amm^ 

1 , 5 -bis-(cy clopropy Imethy l)-2 , 3 , 4 , 5 -tetrahy dro- 1 H- 1, 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-aniino-2,4-dioxo- 

1 ,5-bis-(2-niethy Ipropy l)-2, 3 ,4, 5-tetrahydro- 1H-1 ,5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine].-amino-2,4-dioxo- 

1 , 5 -bis-(cy clopropy Imethy l)-2 ,3,4 , 5-tetrahydro- 1H-1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-serinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2 , 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l ,5- 
bis-(cyclopropylmethyl)-2,3, 4, 5-tetrahydro- 1H-1, 5-benzodiazepine 

3-[N-(cycloperitylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methy Ipropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy Imethy l)-2, 3 ,4, 5 -tetrahy dro- 1H-1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amino-2,4-dioxo-l ,5-bis- 
(2-methy Ipropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-lxifluorobutryl)-L-alariinyl]-amino-2,4-dioxo-l ,5- 
bis-(methy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[>f-(4,4,4-trifluorobuti7l)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropy Imethy l)-2, 3 ,4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2 -methy Ipropy l)-2, 3 ,4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
-(methyl)-2, 3,4, 5-tetrahydro- 1H-1, 5-benzodiazepine 



- 860 - 



3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2 , 3 ,4,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutTyl)-L-noi^alinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine " 

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]-amino-2,4-dioxo- 1 ,5- 
bis-(cyclopropy Imethy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3 - [N- (4 , 4 , 4-trifluorobutry I)-L-methioniny 1] -amino-2 , 4-dioxo- 1,5- 
bis-(2-methy lpropy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2 ,4-dioxo-l ,5- 
bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-metW^ 

bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutiyl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 , 5 -bis-(2-methy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 Hr 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N-(4 , 4 , 4-trifluorobutry l)-L-phenylalaninyl] -amino-2 ,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3 - [N-(4 ,4 ,4-trifluorobutry l)-pheny Iglyciny 1] -amino-2 ,4-dioxo- 

-1 , 5-bis-(2-methylpropyl)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylglycinyl]-amino-2,4-dioxo- 
1 , 5-bis-(methyl)-2, 3, 4, 5-tetrahydro- 1H-1 ,5-benzodiazepine 

3 - [N- (4 , 4 , 4-trifluorobutry l)-L-(2-thieny l)gly cine] -amino-2 , 4- 

dioxo- 1 , 5 -bis-(2-methy lpropy l)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5-benzodiazepi 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(methyl)-2, 3,4, 5 -tetrahydro- 1H-1 ,5-benzodiazepine 

3 - [N-(4 ,4 , 4-trifluorobutry l)-L-(2-thieny l)glycine] -amino-2 , 4- 
dioxo- 1 , 5 -bis-(cyclopropy Imethy 1) -2,3,4,5 -tetrahydro- 1 H- 1 , 5- 
benzodiazepine 
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3-[N-(4,4,4-trifluorobutxyl)-L-(3-^^ 

dioxo- 1 , 5 -bis-(2-methy lpropy l)-2 ,3,4,5 -tetrahy dro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(4,4,4-trifluorobuti7l)»LK3-thienyl)glycine]-amino-2,4- 
dioxo- 1 , 5-bis-(methy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 ,5 -benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo- 1 , 5 -bis-(cyclopropy lmethy l)-2 ,3,4,5 -tetrahy dro- 1H- 1,5- 
-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 

dioxo-1 ,5-bis-(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cycIohexylglycinyl]-amino-2,4- 
-dioxo- 1 , 5-bis-(methy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobuti7l)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-threoninyl]-amino-2,4-dioxo-l ,5- 
bis-(2-methy lpropy l)-2 ,3,4,5 -tetrahy dro- 1H- 1 , 5-benzodiazepine 

3-I>I-(4,4,4-trifluorobutryl)-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-threoninyl]-amino-2,4-dioxo-l ,5- 
bis-(cy clopropy lmethy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(3 , 5-difluorophenylacetyl)amino-2 , 3-dihydro- 1-methy 1-5-phenyl- IH- 1 ,4- 
benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-ethyl-5- 
phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3_[N , -(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,3-dihydro-5-phen^ 
1H-1 ,4-benzodiazepin-2-one 

3-[NX3,5-difluorophenylacetyl)-L-alani^^ 
( 1 -piperidiny 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3 - [N * -(3 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-7-chloro-2 , 3 -dihy dro- 1 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3_|^ , -(3 > 5-difl U orophenylacetyl)-L-alaninyl]-amino-7-bromo-2,3-dihydro-l 
methyl-5-(2-fluorophenyl)-lH-l,4-benzodiazepin-2-one 
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3-[NM3,5-difluorophenylacetyl)-N'Hne^ 
1 -methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N '-(3 , 5-difluoropheny lacety l)-L-alaniny l]-amino-7-chloro-2 , 3-dihy dro- 1 - 
methyl-5-(2-chlorophenyl)-lH-l ,4-benzodiazepiri-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-5-cycloh^ . 
dihydro- 1 -methy 1- 1H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-2 , 3-dihy dro- 1 -methy 1-7- 
nitro-5-phenyl- 1H-1 ,4-benzodiazepin-2-one 

3-[NV-(3,5-difluorophenylacetyl)-L-ala^ 
(2-fluoropheny 1)- 1H- 1 ,4-benzodiazepin-2-one 

3- [N 1 -(3 , 5-difluoropheny l-a-hydroxy acety l)-L-valinyl] -amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5-difluoropheny 1-a-hydroxyacety l)-L-te/t-leuciny 1] -amino-2 , 3- 
dihydro- 1 -methy 1-5-pheny 1- 1H-1 ,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] -amino-2 , 3 -dihydro- 1 -methy 1-5- 
(3-fluorophenyl)-lH-l,4-benzodiazepin-2-one 

3 . [N 1 -(3 , 5-difluoropheny lacety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -methy 1-5 - 
(4-fluorophenyl)-lH-l ,4-benzodiazepin-2-one 

3-[N' -(cy clopenty 1-a-hy droxy acety l)-L-alaniny 1] -amino-2 , 3 -dihydro- 1 - 
methyl-5-phenyl- 1H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(cy clopenty 1-a-hy droxy acety 1)-L- valiny 1] -amino-2 , 3-dihy dro- 1 - 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3 , 5-difluoropheny lacety l)-L-alaninyl]amino-2,3-dihydro-l ,5- 
dimethyl-lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] amino-2 , 3-dihy dro-1 -isobuty 1-5 - 
phenyl)-lH-l,4-benzodiazepin-2-one 

3.^'-(3 j 5-difluorophenyl-o:-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydrOT 
l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3_[N' .(3 1 5-difluoropheny 1-a-oxoacety l)-L-alaninyl] amino-2 ,3 -dihydro- 1 - 
methyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-[N , -(2-methylthioacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-phenyl- 
1H-1 ,4-benzodiazepin-2-one 



3-[N* -(3 ,5-difluorophenylacetyl)-L- valinyl] amino-2 , 3-dihy dro- 1 -methy 1-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluorophenylacetyl)-^ 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5-difluof opheny lacety I)-L-alaniny 1] amino-2 , 3-dihydro- 1 -isopropy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-qne 

S-tN'-CS^-difluorophenylacetyO-L-alaninylJamino^^^ihydro-l- 
cyclopropylmethyl-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-[N 1 -(3 , 5-difluorophenyl-a-fluoroacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluorophenylacety^^ 

5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NX3-methylbutyryl)-L-phenylgty^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-phenylglycinyl]amino-23-dmydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3 - [N ' -(2-pheny lthioacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy 1-5-pheny 1- 
1 H- 1 ,4-benzodiazepin-2-dne 

3 - [N ' -(3 -methy lbuty ryl).-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
1H-1 ,4-benzodiazepin-2-one 

3-[N' -(2-pheny lthioacety l)-L-phenylglycinyl] amino-2 , 3-dihydro- 1 -methy 1-5- 
phehyl-lH-1 ,4-benzodiazepin-2-one 

3-[N , -(3-(4-methoxyphenyl)propionyl)-L-alaninyl]amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

3_[N' -(3-bromophenylacety l)-L-alaniny l]amino-2, 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3- [N ' -(4-cyclohexy lbutyry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3 _ [N » -(4-methoxypheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -methy 1-5 -(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3_[N • -(3-methyl-2-hydroxy lbuty ryl)-L-alaninyl] amino-2 , 3-dihydro- 1 -methyl- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 



3-[N' -(3-methyl-2-hydroxylbutyry l)-L-alaninyl]amino-2 ,3-dihydro- 1 -methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

3 - [N f -(3 , 3-dimethy Ibuty ry l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3- [N '-(thien-2-y 1-acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N* -(3 , 5-difluoropheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methyl-5- 
(2-pyridyl)-lH-l,4-benzodiazepiii-2-one 

3-[NX3-bromopheny lacety l)-L-alan^ 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2-pheny lthioacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3-[N' -(4-ethoxypheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy l-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(4-trifluoromethylpheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-di(trifluoromethy l)pheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3 - [N • -(2-methy lthioacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy 1-5 -(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2-cyclohexy lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -methy 1-5 -(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2 , 3 ,4 , 5 ,6-pentafluoropheny loxy acety l)-L-alaniny 1] amino-2 , 3-dihydro 
1 -methy lr5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3 - [N ' -(2 , 4 , 6-trimethy lpheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -methyl 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N' -((4-pheny l)pheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy l-5-(2 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3,4-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5 
(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



3-[N' -(4-(thien-2-yl)buty^ 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N 1 -(5-methylhexanoy l)-L-alaninyl] amino-2 ,3-dihydro- 1 -methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N ' -(2-methoxycarbonylacety l)-L-alaninyl] amino-2 ,3-dihydro- 1 -methyl-5- 
(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N , -(2,6-difluorophenyl)-a-hydroxyacetyl)-L-alaninyl]arainb-2,3-dih^ 
1 -methy 1-5 -(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[NX4-fl uoro Phenyl)-a-hydroxyacetyl^ 
methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[NX2,5-difluorophenyl)-a-hydroxya 
l-methyl-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one ' 

3- [N ' -(2 ,4 , 6-trifluoropheny l)acetyl)-L-alaniny 1] amino-2 , 3-dihydro- 1 -methy 1- 
5-(2-pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2-trifluoromethy l-4-fluorophenyl)acetyl)-L-alaniny l]amino-2 ,3- . 
dihydro- 1 -methy 1-5 -(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(4 ,4 ,4-trifluorobutyryl)-L-alaninyl]amino-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(4-i50-propylpheny lacety l)-L-alaniny l]amino-2 , 3-dihydro- 1 -me thy 1- 5 - 
(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3-phenyl-2-hydroxypropionyl)-L-alaiiinyl]amino-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3-[N' -(pheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 -methy 1-5- 
(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N ' -(4-chloropheny 1-a-hydroxy acety l)-L-alaninyl] amino-2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3-[N ' -(3-methylbutyryl)-L-alaninyl] amino-2 , 3-dihydro- 1 -methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2",3,5-trifluorophe^ 
5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-orie 

3-[N , -(3-methylthiopropionyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'K3-methy.l-2-hydroxy^^ 
5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[NX3-nitrophenylacetyl)-L-alan^ 
pyridyl)- 1H- 1 ,4-benzodiazepin-2-one 

3- [N 1 -(4-methoxypheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyri^^ 

3-[N , -(2-thienylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(^ 
butylcarbonylmethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluoropheny lacety l)-L-alaninyl]amino-2,3-dihydro-l-(re/t- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [N ' -(3-bromopheny lacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(ten- 
butylcarbonylmethy l)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N ' -(2-phenylthioacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(r^rr- 
butylcarbonylmethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3 - [N ' -(4-ethoxypheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(f^rr- 
butylcarbonylmethyl)-5-(2-pyridyl)- 1H-1 ,4-benzodiazepin-2-one 

3_ [N ' -(4-trifluoromethylpheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(r err- 
butylcarbonylmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(3 , 5-di-(trifluoromethyl)pheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 
l-(ren-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2-methy Ithioacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(ferr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2-cyclomethy lacety l)-L-alaniny I] amino-2 , 3 -dihy dro- 1 -(t ert- 
buty lcarbonylmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3_[N'_(2,3,4, 5, 6-pentafluorophenyloxyacetyl)-L-alaninyl]amino-2, 3-dihydro 
l-(re/t-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

S-tN'-Cthionaphth-S-ylacetyO-L-alaninyllamino^^-dihydro-l-C^/t- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2 ,4 , 6-trimethy lpheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(ten- 
buty lcarbony lmethyl)-5-(2-pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 



3 - [N * -((4-pheny l)pheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(terr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N f -(3 t 4^iflubrophenylacetyl)-L-alaninyl]amin 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-(2-thieny l)butyry l)-L-alaniny 1] amino-2 ,3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2 : pyridyl)-lH-l,4-benzodiazepin-2-one 

S-tN'-CS-methylhexanoyO-L-alaiiinynamino^^-dihydro-l-Crerf- 
buty lcarbony lmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2-methoxycarbony lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(r^rr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [N ' -(2 , 6-difluoropheny 1-a-hy droxy acetyl) -L-alaniny 1] amino-2 , 3 -dihy dro- 
1 -(re/?-buty lcarbony lmethyl)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(4-fluoropheny i-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 - 
(tert-buty lcarbony Imethy l)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-f N '-(2,5 -difluoropheny 1-a-hy droxy acetyl)-L-alaiiinyl] amino-2 , 3-dihy dro- 
l-(rm-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 -[N; -(2 ,4 , 6-trifluoropheny lacety l)-L-alaninyl] | amino-2 , 3-dihy dro- 1 -(ten- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyM-fluorophenylacetyl)-L-alaninyl]amino-2,3- 

dihy dro- l-(te/T-buty lcarbony Imeto^ 

one 

3-[N ' -(4 ,4 ,4-trifluorobuty ry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N' -(4-/50-propy lpheny lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(rerr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N * -(3 -phenyl-2-hydroxypropionyl)-L-alaninyl] amino-2 , 3-dihydro- 1 -(ten 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [N ' -(pheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(tert- 
buty lcarbonylmethy l)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3.[N»-(4_ c hlorophenylacetyl)-L-alaninyl]amino-2 r 3-dihydro-l-(rerr- 
buty lcarbony Imethy l)-5 : (2-pyridyl)-lH-l,4-benzodiazepin-2 -one 



3-[N'-(3-methylbutyryl)-^ 

butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N' -(2 ,3 ,5-trifluoropheny lacetyl)-L-alaninyl]amino-2 ,3-dihydro- l-(tert- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N '-(3-methy lthiopropionyl)-L-alaninyl]amino-2,3-dihydro-l-(rerr- 
butylcarbonylmethyl)-5K2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(3-methy 1-2-hydroxybuty ryl)-L-alaninyl] amino-2 , 3-dihy dro- 1 -{ten- 
butylcarbonylmethyl)-5-(2-pyridylH 

3 - [N ' -(3 -nitropheny lacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(rerr- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [N ' (4-methoxypheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -(2- (N , N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-on^ 

3.[N , -(2-thienylacetyl)-L-alaninyl]ammo-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-|>T-(3 ,5-difluorophenylacety^^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
3-|TNrX3-bromophenylacetyl)-L-^^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one . 

3-[N'-(2-phenylthioacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-L-alaninyl]amino-23-dihydro-l-(2-(N 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N , -(2-methylthioacetyl)-L-alaninyI]amino-23-dihydro-l-(2-(^ 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N , -(2-cyclohexylacetyl)-L-alaninyl] amino-2 ,3-dihydro- l-(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2 , 3 ,4 , 5 , 6-pentafluoropheny loxyacety l)-L-alaninyl] amino-2 , 3-dihyd 

1 -(2-(N , N-diethy lammo)et^ 

3-[NX2-thioimphth-3-ylacetyO^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N , -(2-phenyl-2-oxoacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'-(2,4,6-trimethylphen^ 
(N,N-diethylamino)ethyl)-5-(2^ 

3-[N^(4-phenyl)phenylacetyD 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
3-[NX(3,4-difluorophenyl)acetyl)-L^ 

diethy lamino)ethy l)-5 -(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one , 

3-[NX(4-(thien-2-yl)butyryl^ 
diethylamino)ethyl)-5-(2-pyridy0^^ 

3-[NX5-methylhexanoyl)-L-alaninyU 

diethylainino)ethyl)-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 
3-[NX2-methoxycarbonylacetyl)-L-^^ 

diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [N ' -(2 , 6-difluoropheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 

1- (2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[NX4-fluorophenyl-a-hydroxyac^ 
(N,N-diethylamino)ethyl)-5^^^^ 

3-[N T -(2 , 5-difluoropheny 1-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 
1 -(2-(N , N-diethylamino)ethy l)-5-(2-pyridy 1)- 1H- 1 ,4-benzodiazepin-2-orie 

3_[N 9 -(4-hydroxymethylphenyloxyacetyl)-L-alaninyl] amino-2 ,3-dihydro-l- 
(2-(N ,N-diethy lainino)ethy l)-5-(2-pyridyl)- 1H- 1 ;4-benzodiazepin-2-one 

3 - [N ' -(2 , 4 , 6-trifluoropheny lacety l)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -(2- 
(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(2-trifluoromethy 1-4-fluoropheny lacety l)-L-alaninyl] amino-2 , 3- 
dihydro-l-(2-(N,N-diethylamm^^ 

2- one 

3- [N ' -(4 ,4 ,4-trifluorobutyry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N ,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-/50-propylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3 - [N ' -(3-pheny 1-2-hy droxypropiony l)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2- 
(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3- [N ' -(pheny 1-a-hydroxy acety l)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2-(N , N- 
dietJiylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(4-chloropheny 1-a-hydroxy acety l)-L-alahinyl] amino-2 , 3-dihy dro- 1 -(2- 
(N,N-diethylaminp)ethyl)-5-(2-pyridyl)-lH-l,4-benz(xiiazepin-2 

3-[N' -(3, 5-difluoropheny 1-a-hydroxy acety l)-L-3-thieny lglycinyl] amino-2, 4- 
dioxo-1 ,5-bis(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 

3 - [N ' -(3 ,5-difluoropheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 ,4-dioxo- 1 - 
phenyI-5-methyl-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3 - [N * - (3 , 5 -difluoropheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2rOXO- 1 - 
methyl-5-phenyl- 1 , 3 ,4 ,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3- [N'-(^5-difluorophenylacetyl)-L-al^^ 
pheny 1- 1 ,4-benzodiazepine 

4- [N , -(3,5-difluorophenylacetyl)-L-alaninyi]amino-L-lH-imidazole[l,2-a]- 
2 ,4-dihydro-6-phenyl- 1 ,4-benzodiazepine 

4- [N , -(3,5-difluorophenylacetyl)-L-alaninyl]amino-L-4H[l,2,4]triazole[4,3- 
a] -6-pheny 1-1 ,4-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(l- 
methylethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

5- tN'-CS^-difluorophenylacetyO-W^-thienylglycinyllamino^^-dioxo-l^- 
bis-( 1 -methy lethy l)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N ' -(cyclopropy lacety l)-R-2-thienylglycinyl] amino-2 ,4-dioxo- 1 , 5-bis-( 1 - 
methylethyl)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

S-tN'-CcyclopentylacetyO-R^-thienylglycinyllamino^^-dioxo-l^-bis-Cl- 
methy lethy l)-2 , 3 ,4, 5-tetrahydro- 1H- i ,5-benzodiazepine 

3-[N*-(3, 5-difluoropheny lacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-methyl- 
2, 3,4, 5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N'-(3 ,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]aminOr2 ,4-dioxo- 1,5- 
bis-methy 1-2 i 3 ,4 ,5-tetrahydro- 1H- 1 ,5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(2- 
methy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 



3 - [N ' -(cy clopenty lacety l)-L-alaniny 1] amino-2 ,4-dioxo- 1 , 5-bis-(2- 
methy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N , -(cyclopropylacetyl)-L-alaninyl]-amino-2,4-dioxo--l ,5-bis-(2- 
methy lpropy l)-2 ,3,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N' -(3, 5 -difluoropheny lacety l)-S-2-phenylglycinyl] -amino-2, 4-dioxo-l,5- 
bis 1 (2-methy lpropy l)-2, 3, 4, 5-tetrahydro- 1H-1, 5-benzodiazepine . 

S-tN'-CS^-difluorophenylacetyO-L-alaninyll-amino^^-dioxo-US-bis- 
(cyclopropylmethyl)-2 ,3 ,4 , 5-tetrahydro- 1H- 1 ,5 -benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l ,5-bis- . s 
(cyclopropylmethyl)-2, 3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3 - [N ' - (cy clopenty 1-a-hy droxy acety l)-L-alaniny 1] -amino-2 , 4-dioxo- 1 , 5 -bis- 
(cyclopropylmethyl)-2, 3 ,4, 5-tetrahydro- 1H-1 , 5-benzodiazepine 

3-[N , -(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2,2- 
dimethy lpropy l)-2, 3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

S-tN'-CS^-difluorophenyl-a-hydroxyacetyO-L-alaninylj-amino^^-dioxo- 
1 , 5-bis-(2,2-dimethylpropyl)-2, 3,4, 5-tetrahydro- 1H : 1 , 5-benzodiazepine 

3-[>T-(cyclopentylacetyl)-L-alaninyU 

dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

S-fN'-Ccyclopentyl-a-hydroxyacetyO-L-alaninynamino^^-dioxo-US-bis- 
(2 , 2-dimethy lpropy l)-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-[N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl] -amino-2 ,4-dioxo- 1 , 5-bis- 
pheny 1-2 , 3 ,4 , 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3 - [N * -(cy clopenty lacety l)-L-alaniny 1] amino-2 ,4 T dioxo- 1 , 5 -bis-pheny 1- 
2,3,4 , 5-tetrahydro- 1 H- 1 ,5 -benzodiazepine 

S-tN'-^yclopentyl-a-hydroxyacetyO-L-alaninyll-amino^^-dioxo-l^-bis- 
pheny 1-2 , 3 ,4 , 5-tetrahydro- 1H- 1 , 5-benzodiazepine 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1//- 1 ,4-benzodiazepin-2-one 

5-{N , -(cyclopentylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(3-cyclopentylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 



5-{N' -(cyclohexylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{NV(t-butylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'Kphenylacetyl)-L-alaiiinyl}-aniino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5.{N'-(3-bromophenylacetyl)-L-alaninyl}-ammo-7-methyl-5,7 

dibenz [b , d] azepin-6-one 

< 

5-{N , -(3-fluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,^ 
dibenz [b , d] azepin-6-one 

S-lN'-CS-cWorophenylacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N '-(3-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-methy ,7- 
dihy dro-6H-dibenz[b ,d] azepin-6-one 

S-IN'-C^fluorophenylacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

S-iN'-ChexanoyO-L-alaninylj-aiiiino^-methyl-S ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(heptanoyl)-L-alanm^ 
dibenz[b,d]azepin-6-one 

5-{3 ,4^ifluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N' -(cyclopropylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N ' -(2-cyclopentene- 1 -ac^^ 
6H-dibenz[b , d] azepin-6-one 

S-lN'-CS-cyclohexylpropionyO-L-alaniny^-amino^-methyl-S ,7-dihydro-61 
dibenz[b,d]azepin-6-one 

5-{N , -(isovaleryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenzfb , d] azepin-6-one 

5-{N , -(citronellyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 



5-{N , -(3-benzoylpropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(2-chlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(4-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(valeryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(2-thiophenecetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{NX^2-thienyl)butyryl)-L-alani^ 
dibenz[b , d] azepin-6-orie 

5-{NX4-(4-nitrophenyl)buty^ 
6H-dibenz[b,d]azepin-6-one 

5-{N , -(2,4-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihy 
6H-dibenz[b,d]azepin-6-one 

5-{N , -(2,6-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N , -(4-isopropylphenylacetyl)-L-alaninyl}-amino-7-methyl--5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N '-(l-adamant^eacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(cyclohexanepentanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H 
dibenz[b , d] azepin-6-one 

5-{N , -((methyltWo)acetyl)-L-alaninyl}-amino-7 T methyl-5 
dibenzfb , d] azepin-6-one 

5-{N , -(2-thiophenepentanoyl)-L-alaninyl}-amino-7-methyl-5 ,7-ditiydro-6H- 
dibenzfb , d] azepin-6-one 

5-{N , -(2-norbonkneacetyl)-L-alaninyI}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N , -(3,5^ifluorophenylacetyl)^-ethylnorleucinyl}»amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{ N '-(3 , 5-difluoropheny lacety l)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NM3,5^ifluorophenylacetyl>^ 

5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(3,5Hiifluorophenylacetyl)^-cyclohexylhomoalaninyl}-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N^3,5-difluorophenylacetyl)-6-fl^^ 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)^methylnorleucinyl}-amino-^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(cyclohexylacetyl)^-ethylnorleucinyl}-amino-7-methyU 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(cyclopropylaeetyl)^-etl^ 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(isovalei7l)^ethylnorieucinyl}-aiiiinp-7-niethyI-5 , 7-dihy dro-6H- 
dibenz[b , d] azepin-6-one 

5-{NX3-(trifluoromethyl)phenylacety^^ 
5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5_{N'-(3 ,4-difluorophenylacety)^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5_{N ' -(2 ,4-difluoropheny lacety )-4-ethy lnorleucinyl} -amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{NX3-fluorophenylacetyl)-4-met^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(cyclopentylacetyl)^-meth^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(cyclohexylacetyl)-4-methylnorleucinyl}-amino-7-methyl^ 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(cyclopropyIacetyl)^-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b , di jazepin-6-one 

5-{N , -(2-thiopheneacetyl)^-methylnorleucinyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 



S-IN'-fisovale^O^-methylnorleucinylJ-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{NX3-(trifluoromethyl)phenylacety^^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5- {n • -(4-fluoropheny lacety l)^-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5 . (n ' -(3 ,4-difluoropheny lacety l)-4-methy lnorleucinyl} -amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]a2epin-6-one 

5- {N ' -(2 ,4-difluoropheny lacety l)-4-methy lnorleucinyl} -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3-fluorophenylacetyl)-4^yclohexylhomoalaninyl}-amino-7-m 
5 ,7-dihydro-6H-dibenz[b ,dl azepin-6-one 

5-{N , -(cyclopentylacetyl)^-cyclohexylhomoalaninyl}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N , -(cyclohexylacetyl)^-cyclohexylhomoalaninyl}-amino-7-methyl-5 
dihydro-6H-dibenz[b f d]azepin-6-one 

5_{N ' -(cyclopropy lacety l)-4-cyclohexy lhomoalaninyl} -amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , <isovalerylM^yclohexylhomoalaninyl}-amino-7-m^ 
6H-dibenz [b , d] azepin-6-one 

5^N' -(4-fluoropheny lacety l)^-cyclohexylto 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

S-IN'-CS^-difluorophenylacetyO^cyclohexylhomoalaninylJ-amino^- 
methyl-5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(2,4-difluorophenylacetyl) T 4-cyclohexylhomoalaninyl}-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3-fluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(cyclopentylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7-dihydro- 
6H -dibenz [b , d] azep in-6-one 

S-lN'^cyclohexylacetyO-e-fluoronorleucinylJ-amino^-methyl-S ,7-dihydro- 
6H -dibenz [b , d] azepin-6-one 



5-{N'-(cyclopropylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7-dihydro 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(isovaleryl)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{NX3-(trifluoromethyl)phenylacet^ 

methy 1-5 ,7-dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N' (4-fluorophenylacety l)-6-fluoronorleucinyl}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz[b ,d] azepin-6-one 

5-{N' -(3 ,4-difluorophenylacety l)-6-fluoronorleucinyl}-amino-7-methy 1-5 ,7- 
dihydro-6H-dibenz[>,d]azepin-6-one 

5-{ N ' -(2 ,4-difluorophenylacety l)-6-fluoronorleucinyl}-amino-7-methy 1-5,7- 
dihydro-6H-dibenz[>,d]azepin-6-one 

5.{N' -(4-methoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5_{N , -(3-(4-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-m^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{ N ' -( 1 -naphthy lacety 1)-L-^^ 
dibenz[b , d] azepin-6-one 

5-{NX3,4-methylenedioxyphenylacety^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N ' -(hydrocinnamy 1)-Lralaniny 1} -amino-7-methy 1-5 ,7-dihy dro-6H- 
dibenzfb , d] azepin-6-one 

5-{N ' -(octanoyl)-L-alaniny 1} -amino-7-methy 1-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

S-lN'-CS-CS-hydroxyphenyOpropionyO-L-alaninylJ-anuno^-methyl-SJ- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3-(4-methylphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(3-(4-chlorophenyl)propionyl)-L-alaninyl}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-phenylbutyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 



5-{N , -(3-(4-hydroxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl- 
dihydro~6H-dibenz[b,d]azepin-6-one 

5-{N'-(3 ,4 , 5-trifiuoropheny lacety l)-L-alaniny 1} -amino-7-methy 1-5 ,7- - 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NX4K4-methoxyphenyl)butyryO 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(methoxycarbonyl^ J- 
dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{N , -(4-phenylbutyryl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{NX3-(benzylthio)-propionyD^ ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{NM3-methylpentanoyl)-L-aIanm^ 
dibenz[b,d]azepin-6-one 

5-{N'-(7-carbomethoxyhept^^ 
6H-dibenz[b ,d] azepin-6-one 

5_{N'.(2-indanylacetyl)-L-alaninyl}-amino-7-methyl 
dibenz[b,d]azepin-6-one 

5-{N'-(5-carbomethoxypentanoyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

5-{NX2-methyl-3-Benzofuraimce^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(propionyi)J^al^^ 
dibenz[b,d]azepin-6-one 

5-{N , -(3-methoxypropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H-.. 
dibenzfb , d] azepin-6-one 

5-{NM3-(4-fluorophenyl)propionyl)-L-a^ 
dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{N'-(3-(4-fluorophenoxy)propion^l)-L-alaninyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5.{N'.(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenzfb ,d] azepin-6-one 
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5-{NX4-(2,4^icMorophenoxy ,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{NX2,3-dicMorophenoxyacetyl)-^ 
6H-dibenz[b,d]azepin-6-one 

5-{NX3-(4-chlorobenzoyl)propto^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4' -fluorosuccinanilyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb , d] azepin-6-one 

5-{N' -(n-(diphenylmethyl)glutaramy l)-L-alaniny l}-amino-7-methyl-5 ,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-fluorophenylacetyO 
dibenz[b,d]azepin-6-one 

5-{N'-(cyanoacelyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N ' -(succinanilyl)-L-alaniny l}-amino-7-methy 1-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(2,4^ichlorophenoxyaceyl)-L-alaninyi}-amino-7-methyl-5 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(2-nitrophenylacety^ 
dibenz[b , d] azepin-6-one 

5-{N'-(beta-propylhydrocinnamyl^ 
6H-dibenz[b , d] azepin-6-one 

5_{NX3-(2,4-dimethylbenzoyl)pro^ 
dihydro-6H-dibenz[b,d]azepin-6-one % 

5-{N'-(2-fluoro-3-(trifluoro^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,4,6-trifluorophenylacetyl)-L-alaninyl}-amino-7-me^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5 - { N ' -(4-fluoro-2-(trifluoromethy l)pheny lacety l)-L-alaniny 1} -amino-7- 
methyl-SJ-dihydrOreH^ibenztb^lazepin-e-one 

5-{NX2-fluoro-4-(trifluoro^ 

methyl-5 ,7-dihydro-6H-dibenz[b ,d] azepin-6-one 



S-IN'-C^hydroxyphenylacetyO-L-alaninyll-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{NX4-methoxyphenoxyacetyl)-L-^ 
6H-dibenz [b ,d] azepin-6-one 

5-{NX2-methoxyphenylacetyl)-L-a^ 
6H-dibenz[b,d]azepin-6-one 

5-{N , -(2-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b,d]azepin-6-one 

5-{N'-(4-benzyloxyphe^ 
6H-dibenz[b , d] azepin-6-one 

S-IN'-C^hydroxyphenoxyacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro 
6H-dibenz[b , d] azepin-6-one 

5-{NXlevulinyl)-L-alaniny^ 
dibenz [b , d] azepin-6-one 

5-{N , -(2-hydroxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N ' -(3 ,4-dimethoxyphenylacetyl)-L-alaniny l}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5_(N»-(3.(4- m ethoxybenzoyl)propionyl)-L-alaninyl}-amino-7-m 
dihydro-6H-dibenz[b,d]azepinr6-one 

5_{N'_(3-(4- p henylbenzoyD 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(3-hydroxyphenylacetyl)-L-alaninyl}-amino-7-raethyl-5 ,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 

5-{N'-(N-acetyl-N-phenylglycinyl^ 
6H-dibenz[b,d]azepin-6-one 

5-{N^thiophene-3-acetyl)-L-ala^ 
dibenz [b , d] azepin-6-one 

5-{N'-(6-phenylhexanoyl)-L^ 
dibenz[b,d]azepin-6-one 

5-{N*-(cyclohexanebutyiy^ 
d ibenz [b , d] azepin-6-one 



5-{N , -(23,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(2,4,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(vinylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{NX3-methylthiopropionyl)-L-ala^ 
dibenz[b , d] azepin-6-one 

S-lN'-CS-nitrophenylacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(n-tert-butylsuccinamyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(4-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{NX3-(4-fluorobenzoyl)propio^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(o-cMorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(p-tolylaceyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(m-tolylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N '-(3 ,4-dichloropheny lacetyl)-L-alaninyl}-amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-chlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

S-IN'-CS-methylphenoxyacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N , -(4-isopropylphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N ' -(4-phenoxyphenylacety l)-L-alaniny l}-amino-7-methy l-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 



S-IN'-Cphenylmercaptoacety^-L-alaninylJ-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

S-lN'-C^thoxyphenylacetyD-L-alaninylJ-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N;-(2,5-dimethoxyphenylacetyl)-L-alaninyl}-amino-7-m^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5- {n ' -(o-toly lacety l)-L-alaniny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3 ,3-diphenylpropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydr6-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(3-phenoxypropionyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one ■ 

5-{N'-(4-(trifluoromethyl)phenyte^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -((4-methylphenoxy)acetyl)-L-alaninyl}-amino-7-m^ 
6H-dibenz[b,d]azepin-6-one 

5-{N* -(2-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

S-IN'^S-phenoxyphenylacetyO-L-alaninylJ-amino^-methyl-S ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5_{N'.(3 5 4.dicWorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 
6H-dibenz[b,d]azepin-6-one 

S-jN'-^-fluorophenoxyacetyl)-^ 
dibenz[b,d]azepin-6-one 

5-{N'-(3,4,5-lxmethoxyphenylac^ - 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N , -(2,4-dicWorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N , -(4-thiaimphthenacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N , -(methoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 



- 882 - 



5-{N , -(ethoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N' -(phenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5 , {n ■ -(3 -methoxyphenoxy acety l)-L-alaniny 1} -amino-7-methy 1-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5«{N ' -(4-butoxypheny lacety l)-L-alaniny 1} -amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(3-(2-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N ' -(N ,N-dimethy lsuccinamy l)-L-alaniny 1} -amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b i d] azepin-6-one 

5-{N'-(3-(3,4-methylenedioxyphenyl)propionyl)-L-alaninyl}-amm^ 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(2-chloro-6-fluorophenylacetyl)-L-alaninyl}-amino-7-methyl-^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,5-difluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

5-{N , -(pentafluorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{NX3,5-bis(trifluoromethyl^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5 . { n » _(3 j 5-dimethy lphenoxy acety l)-L-alaniny 1 } -amino-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5.{N , -(4-chlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(3-cMorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H 
dibenz [b , d] azepin-6-one 

5-{N , -(benzo[b]thiophene-3-acetyl)-L-alaninyl}-amin<>7-meth^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5Kiimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'K2,5-dimethylphenylac^ 
6H-dibenz[b , d] azepin-6-one 

S-IN'-CmesitylacetyO-L^alaninylJ-amino-V-methyl-S ,7-dihydro-6H- 
dibenz [b ,d] azepin-6-one 

5-{N'-(4-biphenylacetyl)-L-al^ 
dibenz [b , d] azepin-6-one 

5-{NXNKtert-butoxycarbonyl)-3-am^ 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

S-IN'-Ctrans-styrylacetyO-L-alaninylJ-amino-V-methyl-S ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5_{N'-(4-acetamidobutyryI)-^ 
dibenz [b , d] azepin-6-one 

5-{N V-(3-(2-cMorophenyl)propionyl)-L-a^ ,7- 
dihy dro-6H-dibenz [b , d] azepih-6-one 

5-{N'-(butyryl)-L-alaninyl}-aminO"7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N'-(trans-3-hexenoyl)-L-alaninyl}-amino-7-methyl-5 ,7rdihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N' -(5-phenylvaleryl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{NX3-(3-methoxyphenyl)propion^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5«{N ' -(4-chloro-beta-methy Ihy drocinnamy l)-L-alaniny 1} -amino-7-methyl- 
5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5_{N'_(3-(trifluorometiiyl)butyryl)-L-alaninyl}-amino-7-m^ 
6H-dibenz[b,d]azepin-6-one 

5-{N' -(alpha-naphthoxyacetyl)-L-alaiunyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

54N'-(3-(4-phenoxybenzoyl)propionyl)-L-alajiinyl}-amino-7-m^ ,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N , -(3-(2-trinuoromethylbenzoyl)propionyl)-L-alaninyl}-amino-7-^^ 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 
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5-{N , -(3-benzoylamino-3-phenyl-propionyl)-L-alaninyl}-amino-7-methy 
5 , 7-dihydro-6H-dibenz[b ,d] azepin-6-one 

5-{N , -(4-(hydroxyimino)pentanoyl)-L-alaiiinyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5. { n ' -(4 ' -methy lglutaranily l)-L-alaniny 1 } -amino-7-methy 1-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{NX(4-(4-ethyl-phenoxy)-phenoxy)-ac^^ 
5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-Benzoyl-3-phenylpropionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{NX4-(hydroxymethyl)phenoxyacetyl^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{NN(4,4,4-trifluorobutyryl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H 
dibenz[b,d]azepin-6-one ; 

5-{N'-(3-isobutyrylamino-3-phenyl-propionyl)-L-alaninyl}-amino-7-meth^ 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N , -((2-methylphenoxy)acetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one . 

5-{N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N , -(4-nitrophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-d 
dibenz[b , d] azepin-6-one 

5-{NM3-ethoxypropionyl)-L-alaninyl}-amm^ 
dibenz[b , d] azepin-6-one 

5-{N , -(23-difluoromandelyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N , -(2,6-dinuoromandelyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one . 

5-{N , -(4-fluoromandelyl)-L-alaninyl}-ainino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b. r d] azepin-6-one 

5-{N'-(2,5-dinuoromandelyl)-L-alaninyl}-amino-7-methyl-5 , 7-dihy dro-6H- 
diberiz[b,d]azepin-6-one 



5-{N , -(dl-beta-phenyllactyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

S-lN'-Cdl-mandelyll-amino-T-methyl-S ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one 

5-{N'-(p-cMoromandelyl)-L-alai^^ 
dibenz[b , d] azepin-6-one 

5-{N'-(l-alplui-hydroxyisocaproyl)-L-alaninyl}-amino-7-methy 
6H-dibenz [b , d] azepin-6-one 

5-{N , -(4-bromom^delyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenzfb ,d] azepin-6-one 

5-{N'-(l-( H-)-lactyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

5-{N , Kd-3-phenylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N ' -(5-methylhexanoyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{NX3,5^ifluorophenylacetyl)^^ 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N , -(3 > 5-difluorophenyIacetyl)-L-2-phenylglycinyl}-amin 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3 ,5-difluorophenylacetyl)-L-leucinyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

S-fN'-CS^-difluorophenylacetylJ-L^-cyclohexylglyciny^-amino^-methyl- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5- { N * -(3 , 5 -difluoropheny lacety l)-L^threoniny 1 } -amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b ,d] azepin-6-one 

5-{N' -(3, 5-difluoropheny lacety l)-L-alpha-(2-thienyl)glycinyl}-amino-7- 
methy 1-5 ,7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N , -(2-thiopheneacetyl)-L-methioninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N , -(2-thiopheneacetyl)-L-2-phenylglycinyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 
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5-{N'-(2-thiopheneacetyl)-L-leucinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{NM2-thiopheneacetyl)-L-2-^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

S-lN'-Cl-thiopheneacetyO-L-threoiunylJ-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5_{N'-(2-thiopheneacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7-^^ 
dihydro-6H-dibenz[b ,d]azepin-6-one 

S-IN'-CisovaleryO-L-methioniny^-amino-T-methyl-S ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one -_ 

5-{N , -(isovaleryl)-L-2-phenylglycinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5.{N'-(isovaleryl)-L4eucinyl}-amino-7-methyl-5 J-dihydro-6H- 
dibenz[b,d]azepin-6-one - 

5-{NXisovaleryl)-L-2-cycto^ 
dibenzfb, d] azepin-6-one 

5-{N , -(isovaleryl)-L"threoninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

5-{N'-(isovaleiyl)-L-alpha-(2-thienyl)glycinyl}-amino-7-methyl-5,^ 
6H-dibenz[b , d] azepin-6-one 

5_{N , -(phenylacetyl)-L-methioninyl}-amino-7-methyl-5 
dibenz [b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-2-phenylglycinyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-leucinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N'-(phenylacetyl)-L-2-cyclohexylglycinyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-llireoninyl}-aniino-7-methyl-5 ,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-alpha-(2-thie^^ 
dihydro-6H-dibenz[b,d]azepin-6-one; 
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and pharmaceutically acceptable salts thereof. 



